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ttia«jaw»*«»wre»*t*. iC3~2o^m rat, =*tft*mtt**f 

T-7*V>, 7itnWA 7>F7^A h'J7x-l/A * D * >\ T"7*-fe 
7H7fA ->^n7*u^>, ->^n^^ v^n^y^v, ^^n^**>, 
y^nAT-^v, Wn***>\ i/^n;t>, >'^nf*A «>*n*>7'*:A ~> 
^nKfAA '>^n>n*f»'A y^nf b?f*A y * t** >\ 

*s?u^**y\ v^o^7 p x>> y*n**x>\ 5/^o^v^yiA v 
^DA^fyiA i/^DA^fi'A '/^nt^^x'A ^>^VV> yC-HKn 
;<-liFn7XVA >f>f2A ;^tKnr/fA >fv^>, v*fc Kn 
T-7*V>\ t>7tKot7nA ;<-tKnt7^UA ^T^W, /<-fcKn 
^T^W, e7x-l^A as-r/m, s-W>^-t>, 7tt7fV'A T-br 
t7fA 7**1'^ 7^^V>, 7;V*7>'-fe>'> 7-t7xt^'JVA 7-fe7> 

^i^SL^rs, =m* tztewm&RmmtL-cit, wx.\*xw [4. 4] 77- > 

, Xfcfn [4. 5] r*3A [5. 5] *>r*>, t?v*n [2. 2. 1] ^7 

l£v*n [2. 2. 1] ^7°*-2-^>> fcTv*n [3. 1. 1] * 
[3 1 1] ^-7*-2-^>, \£ls*u [2. 2. 2] *7*>> tfv^o [ 
2 2 2] *??-2-x-y, TV-ry^y, A)V7^'/^>fW^Woi 
d^bTl*. «*i«*J*Jn gfl? ^ i l?/^liif ?>M$^ 1 ~ 

, Et, ifcttnaK^ifcttMcsiWiW^feM- ****** *****i'? /t 

tTn-;w >f5^V-/K hUTV-;K fh5^ ^v'hk tfijy^^v" 
> fj^/A eym, r-etr>. yr-tfe^ 7?a ^ 

*7^V, ft^7A fiev, **^V*-;K 'fVt^tT*-^ ^7"/-^ *V 
f7 y- JK 75fA t*ty7^;K ***v*>, ^t^7^> a-^-tffcV 

W>\ -r>K-;K -rvr/K-;K r/K';y'A ^^?a ^v^'/75v 

^></ft7xA /fV^7f*7xA Wt7?VA >f>*V-*A 
y ^y^7TA ^7';'7A 7*y>, 7*f'J'7A t7f'J'7A 

^f.jy, *r-Vv^ 5/^TA l^nnf'jyA ^V***^/->K "OV^T 
>/_ ;V ^y^^>/-A/, 7n*7 % ^V***^, ^V***"*^ ^ ^> 

VTWy ^y^JT^f^y, ^yyy^^fy, ^V7f7y7/-JK ^yVhV7 
y_ ;l/> A Iw^/-;k jff-*MTA T9VV>> 7xt^A ^>'/7?A * 
^7x> % ^A/f^7xA V^J+TW^ 7x^WA 7*;*WA 
*T>*1/^ 7xt>F^7A 7xt^D'JA ^5^A *U ^^U^ 

V f -;k ryjf'A TW^>. en-JA tfnyyy, -fSfVUSA 
v > b'J7'/VA hV77'Jy>, fl-7y'JA f h^'/V^A 9 VU 
9yVv*5A i;tKnf'JyA r > 7 Kn tf V t^yy*^ nKne 7 -7V 
x Koejy'A ^9y'A W KntfU < '7A r b7tKnt!V 5'7A 
^-tKney^yv, yUKn^-j^A f h?tKD^V^A A?-fcKntfJ 
^ryy, y-fc KnT-tftf*. f b7 t FD7-fe*t , y > Kn7<liA y"fc Kny"7 

-tffc:'>\ t Y?*- YvVTV^y, ^-HKny7t'tfy, m^A v 

HKQ77A f h?tKD77A y*tKne 7 A r h 9 1 K° ^7 Kn* 
^••fetTv, r h 7 Kn^^^A /t-bKD***^'A -tM 7 >\ ^-^^A 
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y^fA th7HFntW7^A ,<-fc Fn**-9-$>74?lf>, Knf 
r y T y_ ;V% Th7tKDf7^7V*-JV (f7v77*'J v» > ^t>-nf7rA 
fh7U'nf7vA ytKnfTWA x h 7t Knf7 V7V 3>t KDf 
7*tf> f hnKnf7^A ^-UW^A ^hWWKA 
r h5tVnf7W^ , A ><- * Knf7 vT-fe*Vf ^A *>P*U>, f-**^*V> 
r/KTA >fV-f>Ky>, yHKn^A/77A - fc K n > 
l /79 > Kn-( v<V'/7? a ^-t Kn/f y<>77? v, yuFn^oV?- 
* 7i >/ ,<-tKo^'/7ft7xA -7kFn^7^7ft7xA /*-fcFn>f 
y/O/f^xA ytKor/r/-)K ^-tKn^fvr/-JK yuKn^^V 
^ ^I. 9ll Kn*>"J>, /<-KhWJA s;tKn>fy*>";^ ^^U'n 
^V^ijV, ;t-KW;^'JA nK07^?rA r b7tFD7^7yV 
;t-KKD7?7y'A 5> is Knf7f'J a J f b9tKnt7f Jv?A F 
i^-^f-y^V, yU'o^^t'JA f>7tKn^^tVA r?-t:Fn*A* 
-9-'; > vfc Fo+t'/y rF7t Kn^ftV; K n *t7'J ^ rf7 

tKot'DO^U^A ^Kdvv;-JA fI>7liKny>;'JA /-c-fcKn$/> 
;1JV ^v/tW7'A ykKn^A/iWA ytfwWy'A 
?y/*;v*U:A ytKn^>/tW-K ;<-tFn^A/^t/-iK 

3;nKn^V'/y7^'A rFnKo^A/y7*'eA ^>y-y^^A 
Kn^'/v*t*^^'A ffnKD^A/t^fA ytKn*;wy-;K 7- 
b7tFD*;WNV-JA ^-KFD#My*-K ytFn7^JvA ^^nFn 
7 ^;VA ;<-KKn7^V^A ytFn^A/77A ytKn^yVf *7 
rf 7 HFo^>y7 7A fb7tFn^A/ft7xA ;t-uKn^ 
yy 7 7V ;t-l 1 Fn^>V*f*7xA r Fylf'J K77f ;^'/> ^>^Kn 
ytFn7^tV^F-;K A^ft Kn7€tVr/F-;K r 
hnFaify^y^'JA x h 9 fc Kn tf* '/n t7f V y VMYxir^M 
^ttKn7^fi;Vr/r/-;K Kn^^/n tfV K7*K> 

7 vV^F-JK fF5iiFnf7yVr/F-^ ytKntW^>K-^ 
ff^EKntW^ >K-;K AJftiiFn^>F'J^^>K-^ yt: Fnf 
yyusoWTW^. t^^tKn^vKn^'JV'A AWFn>f?WJ 
K ^^ K _jv /s^-9-n Kn \£uu*TWS4 v K-Aa ^**V7'A y**^, 
y**?:A yf7A y**^M>^*A ^V:/y**^V> ^ D7 >> 
9> *>yy*-7 3A 7¥**°n [4. 4] ;tA ***if^^n [4. 4] At> 
*Wrif^ifn [2. 5] y**-fr*fcru [4. 4] >t^> 7"f*fcn 

^[4 5] t*53>, f-TXtfn [4. 5] y-7-T^^n [4. 5] T% >\ V* 

[4. 5] f»'A *W^en [4. 5] r*>. 7if*fcTn [5. 5] 
^yf*A tWfn [5. 5] «7>t**>\ ^tWi'a [5. 5] -7>7**> 
. 2, 3, 4, [f-***yy-l. I* -y^n-^V] 

, 7W?n [2. 2. 1] tW/i'O [2. 2. 1] ^79 7*f 
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fcf«>*u [3. 1. 1] T1ftf*>*n [3. 2. 1] 

D [3. 2. 1] 7f^>^ [2. 2. 2] VTV**'** [2 

.2.2] t^>lWlf?)tLSo 
[0 0 4 4] 

fcli, (l) BttHUvttJ:^^*^ (2) 

iv»7^-^*, (3) ***** LT v> t U V>7fl/* - (4) ill^It 

■cwc* J:*****, (5) il!Mfe**t-cv>-c4 iHMflk (6) lM*tfcv> 

TfcJiv^Bft*. (7) fimgfc^LT^Tfc iv^^^bi, (8) tM**tt 
v>TUv>75;*, (9) iM^tfC^T^) iv^w^-f (10) ttil 

itUv^Uv^^r*^^ (n)*^» (12) 7;V3^~>* 
}Vtf-)Vm m*-&> * h*****-*. xf*'>*^^, t e r t-^^v* 
^^^C 1 -6 7^3*y*^-^) - ( 13 ^ (-SOs H) 

(14) ^;V7^i, (15) (16) -bnS, (17)v7A|fe, ( 

18)7?^*, (19) -f?^ (2 0) -B (OH) s (2 1)^>I 

* («*.»*, 3**^) . (2 2) 7*^*7^-^(Jlx 

it ^f;v^;V7 -f xf ;vx;V7^-;vf©C l~4 7J^*^^7^;v5f ) 
, '(2 3) ^#m^^7-f-;v» (^Jx(i\ 7x^x;i/7^WC6~10^fi 
i;V7>f-;V^) „ (2 4) T^***^*— *2fe («il^ ^fJ^**-^ ^ 
;v^;v*-;VfWC l-4 7K^^*^if) > (2 5) 3Sr*9t* (00 
£if 7i-^^-^C6-10*fi^H-JI'**) , (2 6) 7*>^* ( 
^Utf^suK T-bf"^ 7*n;V^;K ifAn^f 1-67^/^ ^ 08 

X.(^>'/>f^OC6~l O^fS*^*-^ f*7x>*Jl'#-A'**) i ) , (2 
7) **V*, (2 8) ft^fV*, (29) (ci~67^3^fy^y) ^fM( 

Oh^y^;) *?-;v&^) f^fif^> itLiboe*©***^*^ 18 

(-CH 2 CH 2 -) ^UUK Mil^U© r««£;£LTV>T*> iv^T 

ntf;K n-7*fK >fV7*fK sec-T^K tert-7f^ *>f-/K 
AT'fjv, **f;K A~;K t*->jW *>fV;K Kt">JK HJ-t^jK 
9 fy;v r<-y9r s s*. ^^tfVA', A7"^fy^^ t^fv^ y^7*v;W >f 

3^>uafeifoa«**>!:ttfl*tt««)C i~2 0 7;^;«^tf^^» cctt;v^ 

C l~6 7;vW?yi (^ill^W^A xW^A ynt;VT^y^ 

f;v 7 ?A yxf;i/7^f) . N-^fi7^i (flU^N-?*-/^* 

) N-^f?|-N-7JV^^7?yl (i£lfN-7i-;v-N->f;V75Ai, N 

_ % 7l - ;v _ N _ lW ^i, N-7x-;v-N-7*n^75A*, N-7i-JV 

-N-7*f/i'75A*, N-7x-;i/-N-^>f;v7^A«, N-7x-;v-N-^ 

y;V75A«f) > 7vJV757i, N-7 4 ^-N-7^75 A«, C 1 - 6 T£ 

n*->^ ({flx.1^ h*5A ib**A 7"o^y, ^fV7n^A 

) , C3~7y^or;^^-Cl~67^3^fyi («*.wr5/*n^*S/Ji>>f->i'** 

->k y^n^>ffl/xf;v*^yif) > C3-7y^D7MJVi + yi (0O*.tfV 

*n/>.* -»!/**->») , C7~1 577^M*yS (flf*.!*-*^***^ 7 

^^t) s 7x^^/1, c i~6 7^3^fy*n/^i (flxtf, * h*~>#;v**~»' 

, x^y*;^K tert-7^y*W^f) , 0 1-67^*^- 
;l/**v^ («*.«r7-te>*^ if > C1-4 7MWI 
(Miff, xf^ft, ^nif*f*, ^fV7*new, ^^2*21 
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fcUO7'/*73/»UJ:0 r N-7V*-N- (C 1 - 6 T***) T* ' ^^2? 

*<>9T*/^ ^^-9-t">;V, ^•f*?*s*', t^^fvK y^->;K ^y;vif 
©tt«**fcittMtt*«>C 1~2 0 7^*aWWfe*ii. 1*1*521*5^ 

xtf^-tf^ *7*V^ v^^r A '>^7Ta ->*n^>*> 

->^n^^-9->-, y^n^>, ->*n***>. y^n;t>>_'>^n7'*^ > 

>97i]V, v^n^>x>. i/^o^^r-b>. ~>?n^7V^ v*n**7->, 

>f>^>, ytKnt7^W, ff7liFnt7^KA ;<-tKnt7^>, ^ 

m7t A 7^l/'A 7^V>-^NWffc*L*o R^taft^ 
Lfci:*, H*4 fella*****. *J:WIR»L;fc-*. 3*4 fc ttJH«5^#*fc U 
Ttt, «*.lf*lfn [4. 4] /t^ *tTn[4. 5] * [5. 5] ?r ✓ 

lfV*n [2. 2. 1] at-^A ei/^n [2. 2. 1] 
fcf~>*n [3. 1. 1] \£*s*n [3. 1. 1] 'V/*-2—x.>, fcv*n 

[2 2 2] fcf->*n [2. 2. 2] ***-2-^>, 7^>*>, ^ 

&»fcLTiiC l~87^i xf^, n -ynif;v, ^v/ntT;v 

, n-T^K -fV^ s ec-7fK t e rt-W, -<>^/K 

7>n*-*3A 3/ > C1~6 7;V3^">*^'^* (Mx.ll. 
h*->#;V*K-;K xK*/*/l'^ tert-7^y*^-^) > Cl~6 
7;v*;v#;vtf^;v**->* («x.tf b , 
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77^, tT9>, 

*W7^>, tWt'A tHy7*'^A *7*J> 

v> ^>777>> -fy^^77?^ ^'/7f*7xy, ^fy^ , /7t*7x , A ^ 

vAv, 7r'jrA t7f-U^A *y*^y>\ **vT»;:a V>y'J'A vfnnnu 
v> ^>7f77-;K ^y7-f5r/-JK *n*>\ 'OV 

***tr>, ^ ^>v^^^VT^ft?>> ^v^try, 

7-tftf>\ ^>>/f7y'7-tff>, ^>V7-b*tf>\ t'/y^^^y, ^777fV 

yy, 7zt-rA ^y77?y, wyfv, ^y7ft7x>, 7x;f7-7> 

r A ^Kt7f;^, er/B>fv*>"rA f77nt7fjy> 

e.juMyMK 7vWa r&f-vy. t?ny>. eo'jTA 'f^r/'jy 

4 $ ^VU h V T b V 77'J V rF5 V*y rh7 V*y SAv. tf 

9 yi rA e77'j-7A 5;nKntryy>, rh^tKo^'j^A tf^yiAv, 

Knt?7vAv s rl-7tKn^7yA e^7-7A ytKnlf'H^A xb^kKn 
try 3= y-?- t Kn try 5 v>\ 2>fc Kn try ^v>. ff7tKn tf y *ry>, /<< 
-H Knify 5;KKn7*^'A ?b?l:Kn7-«^A ;<-tKn7^A 

i;tKn^7-lftfy, x h5t Kn^Hy, ;N'-tKn-77^t'A **^9'A * 
H^A'ytKD77A f f7tKo77A ytKne?A tf5HKnlf?> 
Kn^-btf^ f h5tKnt^^A ^-HKn**t^A f^f?A ^ 
-7iiKnft7xA rh7tKnft7xA ytKnfie7A x b 9 t: 
Kn*-*lf?>, ytKDfxfy, fh7tKnfxifA ^-U'nfxfv, 3>fc 
KDt^t/-^ fh7tKntW-^ (t*t7'Jy'y) . ykKD^fVW 
y-^ rf^KKn-fvtW-^ WV*W;V>) . ytKof77-K 
7h7tKnf77-;v (f77'Jv» , J?tKn/f7f77-^ rf^Ko^v 
^ T y_ ; v (/fvf-77'J^» s ytKn77fy, fh?»£Kn79f A vk Fu 
t^ft-777-;K f^7tKDt^t'7 

7V-;v (Wy77'J^y) > yKKntWA f ^tKntWA 
KntW7VA ff7t Ko*W7^A Kn*3MH?tf>\ x b 9 t K 
n**-9-iftr>. ^-tKntW^A ytFnWm't'A rh7tKn* 
*^y7-£fc?^ A ._ tF otW7^eA ytKnf7"777-K rh7tKn 
<j. 7VTV -fr (f/yrV'Jyy) , Knf 7^7 A fb9tKnf7'7A vk 
Knf7i?7v7>, f b7tKnf7V7yA ytKnf7^A rh7tKnf7 
j e} £y > Knf-T-Bkf^. ytFnf7^7-b*f>, ffyt Kaf 7^7^t> 

/t-t Knf7 -77-ifify, *;i/*y>^ ftt;^'J>, tW7 7, >fvKU> 
% ^V>f>Ky>, yEKn^>777A /<-iiKD^'/79A ^fcKn^VO' 
V7?y ^-tKn>fy^A/79A -7iiKn^y7ft7xy, ;<-tFn^y7 
ytKn/fy^y7f*7xA A-t Kn^fy^>7ft7xA vfc K 
n>r>^y->K ^-tKn^yr/HK ^tKn^yJA rh7tKD*7'JA 
/\--t; Kn*7 y >, -7 k Kn^V^f7 'JA r>7k KO'fV*^ V Kn>f 
V^yy>> } ;feK07*5VA ff7i;Kn7^5'7A /<-tKn7^?rA 5> 
HKat7f'J"7A f b7tKot7fV"7>, /^n KDt7f Jy'A 3>fcKn* 
y^-9-y>^ rh7liKD^*t'jy, /t-kFn + ^t'JA -7tKnWJy 

fh7tFn + t7'JA A*-t Kn^t7'Jy, -r b 9 k Kn tfn n tfy 3>k 
Vnyy/^A f>?KKnw;A ^-HKn^WVA ^7tHf7y 
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t Kn^'/7f77-^, Kn^>W 5 ^7-;^ Kn^ovM 5 ^V-;V 

Kn/<'/77*tf , A x h 9 Kn^>77*^ Ko^>7^7-ift?A_ 
^ h 9t Kn/o^r^t'A ^>7ytW>, 2> Kn^'/7*^ft*^A x 

-U'n*;M7-;K yt KDT^'J^A x h y Kn 7 * 'J v >>_ £ Kn 7 * 
^HKn^>775A s;k Kn^>7tt7xA r h7tKn^v7 
77>' ff7tKn^>'7ft7x> > /1-hKo^>77 5>, ^-tKD^ 
>y'^^-7^>> fh7t''JKt7f'Jy>> fh5tKn-i8-*^rA Kn 
7-tftfy^ VK-;v> ^^-ft: KnT^ftf^'f > K-JK f f7HKD^97o^fv^7 
fh?HKni;57nt7f'JyA v Knr-V tV W ^tU' 

K7-tftf>\ f h?KKne'J5N>K-A', -7tKDf7'77>f >K-JK r h7t 
Knfr^^K-JV, yEKnt + t-7;r/K-;K fb7tKnt^ft-77^y 
K _ ;v> yt+V7A s> V>X7>, v^^^m^^a 

V *nv>, ^^7^f*9A ^V77f7>SWf <b*L&o 

n-7ne;K ^;7d^K n-7x>K -f7 7fK sec-7f^ te 
r t-y-r^. ^>f-;V. ^7f^, , ;fcBft3fe> 757i, 7J 

/Htf^/Hfc, - hoi, ^-i^liy-Cl-67M)l'757* Wx.lf^f^7 
xf;V75 7, 7o^7 5A yVW5 7, yxW^f) . Cl~6 
7;V3^->I (^Jx-if^ h*iA x^y, 7n^A ^S^* > Cl~6 

7 /W=r*S/ (011 3.1^ > h^fl/VsK-^K i^y*W*-JK t e r t 
-7h^'>*^#-^) > Cl-67KJI'*^#-/l'W* (0lx.»;f7-fe h*2A 

if-;v7j;v#-;v**->^) > 0 1-4 7^^;^^! (0»*.wr, j**-**-*. ^x;vx 
3% ^ntf^?-*. 7f;i^ftf) > ^nr^M?- (^xtf? vSt> a^Si 

Uv^o tMJ:t^ Ltv>t*> «tv>7;vx-;v*J \z&v&Tfr*-n> 

*tLT(i, tflixJ^x-JK 7n/<-JK :7*-r-;A ✓o-r-ZK ^^-b^^OlSil 
«t*fcttfl««tf!)C 2~6 7;v-r-^^ s ^f^tL* 0 ii-e7^^-^S^IIiti 
, ItrlB [S^i^tLtv^Uv>7;H;HJ ^*tt*«tft*a:RUSEi**^*>'to S 
kfttUTO [lM*tL-C^tfeJ:v^7^^-;vSJ tc^tt*7>u+-^afi: LTI± 
, ^OAff^-r-JK 7nifx;K 7*-r-;K ^>f^^> ^s3r->— ;i^£>li:fDM££ fciifr 
iktftoc 2~6 7;v^-;^Wtff)^So £i-e7^4f-^it*ii, ItrlB re 

otTa V^n^v^v, ->^n^-7°^>, ~> * n * * * ~>*n 

;ty, y^ofr/, y^U7^f*A J ^nKf*A ^^ob'JKf*A 
nr-h^x**^ '>^n^<y^T f 7J>'. ~> * u ^ > -jr >\ * n-^df -te >\ *>^nA7t 
-3A*n**x>. ->^n^y^yiA J/^n\*tyiA '✓^n^W, 
■>7nt^^y^A /t-liKnAV^VA ;t-tKn7Xl/'A -Or* 

y> ^•-tKn'f'yf A <f>^5^ VfcKnt7*VA f h7kKnt7^VA 
-n Knf7^1/ % A ^7"* V^A is Fda7^ 1/7, tf-7jt — v> % a s--i yy 
^.y s _^ > -jr^ r > > 7-irt7fl'V > 7'fet7r7, 7WP'A 

^»re>*i*. i^^n^t^rt, H3**fciiBita;#*«u fcjtfa&WLfc-jak = 

«fcliH8lta**SIULTtt, 'fiajx.if^tfn [4. 4] ^x>> ^tfn [4. 5] x*# 
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*lfo [5. 5] ^>* D C2. 2. 1] C2 ' ^ 

11 e->^n [3. 1. 1] a^V, [3 ; 1- 1] ^ 

V*-2-^> ev^n [2. 2. 2] *i/*u [2. 2. 2] 2 

Ttt«itfCl~4 7**** l D ^o y t^?L-?i 

> *b*3,, ^b*->, 7****) > Cl-67*3*y***-** ( 

«*.!*, > h*****-*, xh*V»^ t e r + 

, ^v^M, C1-47M^I ****** t**t*V^i*£ 

x W ?A 7"n^7?A ^f*T?A 

****** («itf>y7^n^^*« > i>»u*r***m 

att**L*l~5*©^*n«***tr, -«4fett«SIMa**trv>'C« > J:v>3--l 5 
A*)**, "SSL 4fcttH«W3!r«lt««*«kt-Cli, 

f,; T y-;K rf7'/^, fcT?V->K fc°Vi>>\ ^^^^^^ 
T^tT^A ^T*tf>, 75A t'7A **-ttf>\ ft?xV, 

■^^TV*-*, t^t^A tW7^A Wv7*KA * 

y^f^K-A' 'fVK'Jy'A A>>/75A -fv^'/79>, ^'/'/f*7xA >f 

7^77'A **y*^ t7f'Jy-A ^^tTA ^/f^A. 

yy^-^tfy /^7-f7€eA ^>yf7^^>> ^'A^^K'A ^Vv7 

? -*W'JA 7^-J^A 7xt-7A W*S79>* *TZTX\ tl 
-7^y 7x7f7^A 7x;^A 7x7*tNA f-y^W-A 
bUy> 7xtvhnrA AU5yA f'JKt7f'J^A feT^/n^f y*AV> 

nyy'A ^r/TA ^T/V^A h'J7'/TA hVrVy*^ 
y fhyVivA lf9Vy>, lf7VUy>, yuKn^'J^A f ^thnt:'J 
v\ ^'J'7A ^Fne^y'A fb5tKD^^A ^y*A ytKnt 
r>7tKnif^yA a'-i: Knf^ ^A y^Fnev^v>. t \ 
7tKD^j^A A-tKo^'J^yA Kn7*^'A rWtKa7tr/ 

ftfE#2 0 0 4-3 0 9 8 0 2 1 
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^Ko7rA ^**Kn7?y, 

3, ^^fcKntf?^ ytKDmf>> ff7U'DtHt>> 

*4fcf>, f-^9>> 5;KFnft7x'A f >5tKnft7xy,^KK 

l ;v t>7tKn^vW-* (-fVfT'/'jyv) , ^tF077fA r>7t 

vy» N vtFn^t^A ffnFnmv^ ViiKntWTrA x 
F 7 tFntW7^A ^liKntW^'A f hyk KntW^A /<- * 
Kn^^-etT^A yi:KntW7-K^A fl«7tFntW7^A ><-fc 
WX^WTWy. -7t Fnf 7^7/-^> x F 9 H Knf7^7'/-* (x757 
7 /yy» , v?tFnf7^A t b?t Fnf 7^A ytFDf7V7^A x F 
7tFnf7^7v'A vt Fnf7«e f h5t Fnf 7-b*fA /<-fcKn^7 

Yu*f-TVTW>, f h7tFof7m*tfA ^-tKnf-ryr« 

i;v*'J'A **^x7>-> ^>FTA ^V>f>K'J>, 

Fn^>V7 7A ;^tFn/<A/7 7A ykFo-f -rC-fcKnW 
Vxy'/7?'A yHFn^AVft7xA Kn^/V*f t7x A ynKn>f 

Kn^fyr/-^ ^tFn^fyUA fb^^WJA ;^fcKD#y'JA 5? 
tFn>fv^TA fh^tFD-fV^TA ^-tFn^V^;rA V\lYu? 

x F5t Fn7^r/A A-tFn7^7vA ynFnt7f'JvA x 
h 7 tFnt7f'J^A ;<-i:Knt7f'jrA -^FnVW A-rh7tF 
n*y*-9-';>> ^-KFn^WA '7tFDWJA x F 7 t Kn*tyy 

V ;<-KFD*tV*TA fh7liFDfaof'JyA y'tFny>y'JA x F 9 
tVn-»7rA A-HFn-»/'JA ^A/tHf7A ytFn^mt 

yKFn^'/mf'A e^^t^U'A ytKn^A/t^tV-K >< 
Vn^>V**-*V-;K Kn^'/Vf7V-^ ^-HFo^A^f7^^ 

V 7- h9tKn^>V7^A Vis Kn^>y->'7^eA x F 9 t Kn^vVvT 
-tffcf>\ ^>>/v**-fe^>> yUFD^A^t^^A ^F?tFn^7m 
•fe* t? 1/ V tFn* ;w^/- >K 7F7tFn* v*- ;K KFn* jw<V- ;K 
<7HFD7^'jyA fh7tFn7^'J'7A /<-tFn7^J«7A vtKnv^> 
> /79 > yKFnW/ft7x>, 7b7tFn^yv*77A 7*h7tFny 
^A/ft7xA ;<-KF0^7V*77'A A-U'O^A/f t7xA 7" F 7 
e'JFt7fV^A x F9t vu- p-ijfrtfV >> S7fc Knr-tftf^-f >K-*a ^ 
WFn7W>f7F-*, fFyKFn^'/n-fy^TA x F^tsKntf? 

57 n Kntr^ynkf'J KT-t?^ A^tt Fn^77nk'V K7*tf5A r F 7 ts K 
a 5 K^H-Ja ytFnf7^7^yF-JK rh7tFnf7yV^F-;v 
57£ > F*-JK r>7tKntW^>K-^ ^ V7> > 

W7'A vf7A ytWA/A * n Z?V 
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) , «ait*utv»tuv»*f* (twre r«Mfc**i^^ ****** 

tT»7'>**fcLTIi, (1) itMtttv^Uv^;V^^*^-^ (2) 

(4) «««**LTv»r * J:v»|«»* (5) « 

/^;v N-i^^w^-OK N-^nt'jv*;^^^K N-fy^n^*^ 

/t*-f^ N-rfJV*^^Vf) . N, N-^C1~47W*^^W 
N N, N-^if^*^^^ N. N ~ v ^2. 

if N, N-y^f^*^^« . 1 -** v ***£f T*** 

, *»0^*77«0», N-^-Cl-47^^77*^ N 
_y fw;1/77t ^ K N-xW^7tO, N-7°n^;V77^^W N 
-^y^ntf^^7r^^ N-7W^77*^^) , N, N-vCl~4T 
W^r*^ Witf, N, N-^W^77^;K N, N-^-x*** 

[0 0 4 5] — 

**»*] fcuit, c3M0JW*fctt=i«o**iJi««v 

*L<tt«MMlLfclWI»l***>-r. C3-10**4fctt-^*««f** J 
fcli**LfeO-»*L<li«WMDU*:JI»«fcbTI*. 

i/^n7rA v^n^v*^ v^n^^v, *stu^-f9v^ 2/*n*** 
Wn;t'A ^nf*v, v*n^>-r>. ^^n^^-fe^. v ^ n^-7V 
S/*n**r>, «^n;*>, f^nft'A *^n^r;xy, '>^^fyt 
y i/*n^7>* v^v, ^n^^;iv, -V^ymA ->^n/»yxA 
^DA^n'Jx'A ^nt^^Ua'A >>^Ath'JxA ^nf#b'Ji 

-f>*r>, r^fV, t7^A 7XWA /<- * K^^/ £ ^ 
^-U'nOfA ytKnt7^1/A fh7tFnt7^A ^-^ D ^^ 

/4fcttWiKWfe«R*M 1 ~ 5*©^ njR^**tr, 3 - 1 0* ©* ** fcl± 
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©^T-nM^fc^tr, 3-1 0fk<D&mi> L < »i-»***7 y 

^frfeaMRS** l~5i@^rt3JS^«-^-tf. 3-1 OJlOWbU 
7'J-;vtLtti, en-;K ^5^/-^ l>y7V-;W rh7V-;K t 

eys», tr^yv, \£yy*j>. 7**>. yr<n>. 77 

> % tr^V. ***M?tf^ ft7i>, f-T^f> . ^tr 

**-9-v>> tWTv'V, **-9-7*tf^ *W7*e>, f7V77-^ 

9> >fv^>7ft7x>, ^fv^'J^ 7^7^>, t7fj^> 

^^tV'A *7-v*y>> vv;yv> /<yyt^rt7-^ ^>7f77-;K ^ 

n y 7 ^eA ^'/77?f A ^>7b'J77-*, -f 5 /7f77-Wtt *t£ 

[0 0 4 7] M 

jK^^^tp, 3-1 0*^#^'fcL<ii-^m^mt:-eco-SBt7c{i^^L^i<7) 
fcl± 00x1*. tfn y >\ tfn y y ^ >f 5 *Vy A 'f? *Vy ^ 1* 'J 77'J 
Y y 7 7'J t- h7 7'J >\ r h?7'J *JV^ V t Kn try Kn t" 7 yV 

Kn try 5 y*>\ -7t Knlf'J^>, ^'JVA f F7t Fof'JvA ^ 
Vva fh7tKne'J5VA f>7tKnifiJ^>, 5>fcKn79>. x b 9 
Kn75A ^tKnt:'7A x h 9 Kn tr? V, -7tKnft7x>, r^U'n 
ft7x>, ytKnf7-f>' (vt Kof-* tT? » . t > 9 Knf7^f > 
fcKnf-^tT7>) , J 7tKn*W-A', f l>7fcKn*H7-^ 3?tKn>fv 
^•^y-^ ff^FD^vm^JK yHFof77-^> tWtFnfT 
-^(;Fn^7f77-;K f b5t Fn^vf 77-;K ^E;v*y>> ^**n> 
-f>Ky>, ^fvr/F'JA ?tKn^77?A ;i-KKn^>779> 
ytFo^v^y77 7 >, ;<-tKn/fy<v77?A ytKo^^7f t7x> 
* M-kFn^A^ft7xV, ytFO'f7^V > /ft7x , A Fn^fy^A/ 

7t Fn^7'J >\ At- is Kn#7 y Kn>fv* / y rh7t Kn>f 

y > % ^n'-vi Fn^v^r^TA Kn7*?*7A rf 7 t FD7^ 7 y^ 
Kn7^9VA ytfWf'JTA f h 7 tFnt7f 'J^A ;<-tKat7f 
yy>, ytKn^/^t'JA f h^tKo + y^ft'JA ^-tFn^/^ft'JA 
*;tKnWJA 7f7tFo+t7rA ^-tKn^7-7'JV, v?tKnv>y 
v> , f 7 t Fnyy; 'J Fnyyy 'J A y-t Fn^?y7t W-^, 

y<-K Kn^>V**-9-V-;K -7K Fo^>7f77-;K Fn^>7f77- 
;K yt Kn^yy*^ 5 *V->K /<-fc Kn^>V>f 5 5>fc Fn^y7F'J 

TV*-;v *>77-, f f7tFn*^7-;K A-EFn*;W<7-;K vliFn 
7 ^i;yy, f >7tFn7^'J^A ;<-tKD7^'J^A -ytFn^r/f77 
-;K ;<-KKn>f5m77-JI', 1. 3 -V**^* 1, 4-^VVv"* 

^^^'Ji^A 7-7'Jyy, **y7>, ft^rA 7-tfxv' 

[0 0 4 8] 
[0 0 4 9] 
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ryijy>, n'n'jy^, tf^yyvtfctt^-t Knr-tfvf 

[0 0 5 0] _ ^ 

10 0 5 1] 
[0 0 5 2] 

[0 0 5 3] . 

LTV^T ^ iV^^tSJ fcfcltS r«^J i-II^^Txf^yl (-CH2 C H 2 
-) «UUv> 0 
[0 0 5 4] 

[0 0 5 5] 

^WJWI**, Wt?^$tLS r±«©I : Flltl-'4 0^^-t-J fcfi, ±0cdM^1 

Sfe»i2fll«5lWft*«:*L-CV>-C«> iv^fV'/* (-CH2 -) , tt^&^LT^T 
Uv^g» (-NH-) , -CO-, -0-, -s-> -so-. -S0 2 —frhM 

\itiz 1 ~ 4 « *e> &a 2 flat***? e> *ta o v >3fe<a«m&& ± tm 

it* mmm tmcjg-M*mt>-t 0 ^u^-cr 1 0 1 r 1 0 2 -> -n 

r i o 3 _^ _co-> -0-, -S-, — N E 1 CO-, —CONE -, -NE C 
ONE 2 -, -NE 1 SO2- -SO2 NE 1 -, -NR 103 COCR 101 R 10 

2 _ % -CONR 1 ° 3 CR 1 0 1 Rl 0 2 _ (-^ R l 0 1 _ R 1 0 3 >E ! ^j-yr 

[0 0 5 6] _ 
[0 0 5 7] ^ . 

o -CO-, -CS-, -C (=NR 1 0 3 ) -, -SO 2 -, - SO-, — N 

R i o 3 _ R i o 3 ttKrmLfcE-^fcHDfcftfc^fc-j-o > ^a'Wfc*-*- 

[0 0 5 8] 

*H«#>f, R-e*$*t&em^«, mrta rmA-e^$tL^sm^«-^tTv^T4> j;v^ 
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m^sj K*5»t* r«^J fcrac*****>i"o 

tv^Uv^U r«MfcJ tnttt****^ fc*!U ®E ^J**J; 

fc-fcfcfcoT, ffifei*tLT^TUV\ 7i?V*J>* TWJ>* fcoV^V, H 

mAT'i$it^> rat**** ltv>t*> z^mz&i k&vz re&*j tusiL 

oV>M?.*fcttN-T-fef-^|fC*«o 4W£L<{4> t-'n^n^f 
[00621' 

it y -r J * v * J-fr^hk o 
[00631 

[0 0 6 5] 

Wfc fCff* L < it, &o 

[0 0 6 7] 
Kb 8] 

[0 0 6 81 
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[0 0 6 9] 

Hk9] 

-— N 

[0 0 7 0] 

•eab-5>o 

[0 0 7 1] 

z t urffi l < it, mm^-ebbo 

[0 0 7 2] 

R LTjfri L < ii> J^W^T**- 
[0 0 7 3] 

E l0 fcttU L<li> tK^T-. if-JUfe, ^W-f^afe4^tt^*7* 

[0 0 7 5] 

E 2 fcLTfcPi: L<ii, ^aRS^sbSo 
[0 0 7 61 

— ft^: (I) •cjt***t4'ffrMb«>$ t>> »tu>Wfcitii, -&5£ (i-i) 

[0 0 7 7] 

at i o] 



(1-1) 



[0 0 7 8] — 

■ej§*3*L*'f&frW, — (1-2) 

[0 0 7 9] 
Ut l 1 1 



(1-2) 





[0 0 8 0] 

-c^3*L<Mt#«K — d-3) 

[0 0 8 1] 
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m 1 2 1 



,104 




105 



0-3) 



[0 0 8 2] 

T^S^lb^. (1-4) 
[0 0 8 3] 
[it 1 3 ] 



,104 




N o x/ 0 

Jr1 



(I-4) 



[0 0 8 5] 

Hk i 4 ] 



,104 




105 



d-5) 



[0 0 8 6] 

-e^^tt^^ifes -«5£ (i-6) 

[0 0 8 7] 
Hfc 1 5 ] 




(1-6) 

I" >ac 

[0 0 8 9] 

Mb i 6 ] 



R 109 O 



^C>\ oo 110 



(I-7) 
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^-v : 21/ 



X-TFZtl&lt&yo, (1-8) 
[0 0 9 1] 
[It 1 7 ] 




d-8) 



[0 0 9 2] 

T?jj?3*L*'ffrfr*K (1-9) 
[0 0 9 3] 
Kb 1 8 ] 



105 (I-9) 




5nK^^I;fl^Io i*£*LWt***L-Ctt. 

1) 00 N- 1 14- [2, (2, 2, 2-b>J7WDXh^) 7* = *] If 

2) N- (4-tTV v^- 2 -^^tfU 5 v^-2 -'OV) ^T^, 

3) n- 15- Uf^^7^;v) -4- [4- (h;?*****-*) 7^- 

il/l b'U$^>-2-'f^l 7-t>75h\ . , , 

4) N- [4- (2, 3-^Fn-l, 4 VV***s> ~ 6 - 4 *) ^ 

5) N- [4- (5-^0-3-^^-1-^^-2-^^ *'J*~-> 
v— 2— W;v3 ^>X7^ K„ , , „ 

6) 2,2, 2-h'J7Mn-N- [4- (2-**J"f [1. 2 -a] 

7) N — [4- (2-***-f**V [1, 2 -a] If V 3 ->f AO If V W 
^^f'l-ion-N-Vs, t-V*Yu«y* [h] *^/V >- 2 ->f*) 

9) " N- (5, 6-^Kn^>'/[h] Wr/-2->f*) - 4-^>?f^ 
^ 7 ^ K 

10) " N- (5, 6-ytK^> 1 / th] ^ftV*r/-2-^H -3- 
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^-v* : 22/ 



11) N- (5, Kn^>y [h] >-2--OV) -2- L (4- 

>f;l/7x^) 7^77-;v] 7*h7?K, 

1 2) N— (5, 6-v*b Kn^>V [h] * V 'J > - 2 - >f -2- (7"n b 

13) N- (5, Kn^>V [h] >-2--i -2- K ^ 

14) 4-75^-N- [4- (4-7^n7i^) tf V $ 2 -4 *] ^ 

15) N- [4- (3->f^?^>-2-'f*) f'jv/>-2-'f ;V] ^-tf 

1 6) 4-T^y-N- (4-fi>-2-f^'^r/-2-^) -O^* 
;i>*>73 K**^*f€>*ta 0 

r;v-ir-;v. 7**=>K 7*3*^, 7****-*. 7Mw L 7H-i/v 

fr % (D L d. 1#) > *n-rh ^9 "7 (Mttfl^ ftSttfr) - ¥ 

[0 0 9 7] 
[0 0 9 8] 

Hti 9] 



10 0 9 91 

[0 10 0] 
[<C2 0] 



I 0 1 0 1 ] 
[0 10 2] 

Mb 2 i] 

[0 10 3] ^ , 

[0 10 4] 
Hb2 2] 



[0 10 5] 

ffifE# 2004-3098021 
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s<-*J I 23/ 



7/u^-> N->f-;v-D-^;v*5 >3§o BftftiraWJa (i®^ 

kflswwML 3*<b*3tm&. w***) > 

'j7^*ns»tt, ?Lmm. ®^m^> •>^7ti, 7v;«, 

HUH. ^xyta, **v***3/«»L ^^SiifiC'SS^ 
feit*o 4*:, N-***H#kHU -«* (I) ^^Mfc^^MW . 

»7 5y**»T->Mk, T^Mk, wmmfrMt&m («, -ass 

;V*-;Wb, (5-^^-2-**V-l, 3 - 3> * * V V > - 4 - >f JU) * b * 

fb7tKn77xMk, iiD'jy;MfML tf/<n>f *-Mt 
7*h*'»fMiI, tert-7fMt$tL/«f) ; (I) 
}b«***Btt**T*-***. |teWMt*»7V^flS. T»* Kit* 

(«, hrs; (i) T^^^^i©*W J 7*fML w>Wk 

T'n^v^fMt, ^a^Mb, t^v^ML 7^'JML 77-Mb, ***A'T 

W**/i'**#-Mfc**tfcft**«8 i ) (i) ^sttMb^W******^ 

H^^f;vx7fMb, y^f;v75^f^tMh, limi-f ******* 
i^rML xh*->*;i<*'xW*^xf^rMk, 7^'jy^rMb, C5 
_^ f . ;V _2-^-^v- 1 , 3-mvi/V-4-0) ^fJVx^rML **n^ 

HUE* (I) T^S*L*:«WH&&*a\ 3tfno#8u flitf3/7*^Av7- 
# - • h7>77*-^->3>X (Comprehensive Organic Transformations: A Gu 
ide to Functional Group Preparations, f&2jfc) (Richard C.Larock^, John Wiley 6 
Sons Inc, 1 9 9 9) KEfcS ftfc*ftttltiS:Alfc, «x.lX^TK75-T^te, * 

[A] (I) t^£tLMb^tW7 *>> Y^-N (E ) -C (=X) 
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Tb-tit&yo* -t%t>*>—m& (I -A) 

[0 10 7] 
Ut2 3] 




(l-A) 



(li 1 Ia 1 0 a d a e i a^^^a t4% -etL-rtLfrlBU/cA. Q, D, E 1 is 
t5WkHD«*«t>1-^ A A > Q A D A •> E> f A *^^iSrr?rSi 

c§> & o 

10 10 9] 

1) (I -A) X-7F^KZ>it%m&> —ass* (id 

[0 110] 



Mb 2 4 ] 




(») 



[0 111] 

3 (III) 
[0 112] 
Mb 2 5] 

X 

HO L-Q A (HI) 



[0 113] 

i^nn ^**L*<fc£*fc> (i i i) -e^^tLS>fb^^KJSi:L-c 

(1) K*rfflv»*^tt, 

(2) «^Bft*ft*»*ffl^**ft, 

(3) m&mzm^&x&^&^fbtiZo 

[0 115] 

(1) m^-f Kt«v»**ttll. «*.tf-«5* (Hi) ■ew*Mfl*Mfc**«* 
tt («*.!* ^nn^VA, ^on^TA *Jx.**^—r*'> fh?KKn77A 

*j!?5^neii^T5^) ©W-T, Hte* (I I) ^**4<b**t*«* 
k CWicMN ^on*ji/A, ^nn^'A y'xf;n-rK x b ? n Kn 7 >^ 
7 ^ h -pj;A ftlft^f-^) tlf:li«> -2 0TC-«*«flE-CR(B***^ 

ttliE#2 004-3098021 
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i—v: 25/ 



«?A*n7-f K, > V xf y V *7 > * - f A ^ n V >\ > 'J n-t^f ^7 

-20 r ~*ffi«uK-cKJfcs** diKj^fi^-^-ci&o 

mm (0Hx.tf, ?nn*W, y^no^rA v?i^;i/i-7-;v> r>5HKn77> 

«) ^/ciiiilt, ev^A h'jxw^A ^^^r 1 ^ 

iff, ^u-fHn?>f K, h^^n 7 0*, ^yHn 7 n'l) . SfcttBfe*)* 
# CM*.** ynn^fxf-jK ^nn^V7f;vf) -2 0t~iMS"C^ 
Jo**, »Wfc»*B^***«* <«*.!*, h'jxf;V7 5A ^1?* 

ft (#flx-J£> ^nn*;vA, ^dd^'a >;xf;vx-r;K f f9HKD79>* 

) (i i) -c^**t4<k-fr*fc- 2 ot;~s»E^j£$* 

\l) mVmim^zxm^ m a i n ^stL*^^-^ (i 

I) ^S-fcMfrfrW*. *$S« ^d*H, ^nn^A ^IJ* 

«Wi/;liMT, M^m 1. 3-^?nA*^»^5 K ( 

DCC) i 3 - [3- (^fJV7?y) 7n if 5 K (ED 

C) . 1, 1' (CDI) , v 

-i)A37f, 1 -mif^*^*>BK8W**6*.W (l-propanephosphonic acid cyclic 
anhydride, PPA) *) *«v>. i-nKn*WXHJ7'/-* (HOB t ) *m 

[0 118] _ 

Ctlfc (1) , (2) Ssitf (3) ORJfctt, v»-f*i«>*flH£#* (7;v=f>. 

(1) TfrtiVbUfcfrffi, 

( 2 ) &tt&#T is £ Mfc&KB, 

(3) Jp*3|EiW!|CJ:&K.filRKJ(S^ 

(4) ~> V fr&coM&Mfcfc^ 

(5) &JR*Jflv»fcBfcfiURRJ&. 

[0 12 0] 

U^a, 2KBMk*U-7A, ^HHb'J f 7^f) > 7** y±**K 

*MMfc^y ?a, *m-fk*^?/^A«ss) t l < i±&bm& (^ox.^ > v * a. 

ffiSE# 2004-3098021 
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^va ifem^K r-v-**) *«» ^^IZ^t 

i^;-)K?)|ftTi/:liMT, 0-1 0 0t«tff^fc« o 

» *9J-». *-9J-»m > («*.!*, tSH'S', 

) , 7*KA ^f^xf^h>f) , -h'JJWfc («x.tf> 7-te 

*t^?v*A-jat> mifcfi&> ©s«et, -res ^ttsnE 

TO**#i*Ttfcttfll7>t-fAff«T, 0-2 0 oroaflE-Cffftfc^o 
[0123] 

(4) V 'J JU*«5K*»RJiBtt^ (0fix.i*> T-h^nK 

— 4 0 V<DWkl£-eft%:t>tl2>o 

\l) *m*m**itM0MBUi>** wz.\m&mm («*.»*. p h4. 2-7 

10 12 5] „ 

(6) ««**Jflv**RfiUWaSWt, («*.»*, ^ nn ^^ v 

(CTxtf> ^Bk 2-i^;^^r-9->m^) J: 

# ff7nh'J7x^W7r^5^A (o) , rttft 

h U 7x-W7-f >) (II) s ||i»^?y^A (II) > «1ChV* 

V'j7x-^70) ny 7 A (i) *) *Jflv>-c, o~4 or^M-etr^tJtt 

*?> o 

-fe->* (Protective Groups in Organic Synthesis) (T.W. Greened. John Wiley & Son 
s Inc 1 9 9 9) KB«*itfc^ftCJ:oT. mHWUSMT* 7 - * 0 

*£^^3£©#«fcLTti, ^x.{f^f-;v*. ^^21, 7'JjH> t_ ^^ 

* hij^DDif;H, (Bn) & 7xt^I> p-^b^wyJi'* 

[0128] 

*«*<0«aE»k 01*. 1****36. hVf^i, (MOM)_» 

(EE) & * F^xhWfA' (MEM) 2-rb7t 
V n 9 - ;V (THP) ^> h , J^f-A'*/'J* (TMS) & h'jxfjvi/')^ (TES 
t-^f A'^f^'JA' (TBDMS) ^ t-7W7x-*5"J*(TB 
DPS) 7-fe** (Ac) fcf^n-OV^ t > */>f ^>i>* (B n) 

fcliiE# 2004-3098021 
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p y^-i/^y^)]/^ 7'J;Vt^rv'*^*-^ ( A 1 1 o c ) 2 , 2 , 2 
^naih^r^*^**-^ (Troc) 3fe<$**$*lf *L*o 
[0129] 

s**, 7'J***f**#^ (Alloc)*, t 4 -* 7 ^* 

) n.^A^ (Bpoc) b'j7**D7tf*«, 9 " 7>l :*i;r^I 

;v (BOM) 2- O^fJUVV*) (S EM) 3M>««*»f6*t* 

o 

(MOM) (THP) 36, ^x-W« T* 

(Ac) 3fe^*«^if fetLSo 

iCL %> o 

[0132] 

i) 0 -4^(1 -a) ^3ft*<frfr*ifc, (i i) t^S*.**!^^ 
sS; (iv) 

[0 13 4] 
[ft 2 6] 

X 

L 1 1— qA (|V) 



[0 13 6] 



-«5£ (ii) ^s^Mfc^^ -as* (iv) T****i*fl:<&«*>RJiSi^ 

% (ii) T^$tL^^%tO~4 0t;^RJS$^*-fc^i , 5tr 5 5:^-« J::!b " e 

[0137] 
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[0 13 8] 

3 ) (i -A) (V) 

[0 13 9] 
Mb 2 7] 

(V) 




[0 14 0] 

T?75$*LSft^*fc. (vi) 
[0 14 1] 
Mb 2 8 ] 

x 

HN L<5 A (VI) 

|LlA 

[0 14 2] 

-fl££ 4 (v) -c^stLatt^*^ (vi) -e7FZtL2>it&m<o&mi±, 

tz-&&. (I I) X~7FZti2>ft&mt, (IV) ^F3*Laft#W<&RJSfci*Cfc 

[0144] 

[B] (I) •e^Sttafl^Od^ Y^-N (E 1 ) -SO2 -«r^1- 

~ k 1"*^t>-^ (I -B) 
[0 14 5] 
Mb 2 9] 

P 

(l-B) 

v y ^ia o 

[0 14 6] _ j . 

^ & o 

^Htti^i -b) •e^3*L*ft<frWti, -«5$; (ii) T^sttaifrfr**:* 

* (V I I) 
[0 14 8] 
Hb3 0] 

o 

HO— S-Q A (VII) 




[0 14 9] 

ffifE# 2004-3098021 



003-365237 ^-V ! 29/ 

-ft* 5 (i i) Tjj***Lft<b*Wfc, -ft* (vi i) ■c^sfLi^'&woR^tt. « 

it If (1) Wt^yJ K*fflv»**tt, (2) (3) *frfrjffl* 

[0151] 

2 [ )°HttS; , (i-B) T^$*L*fls#«tt. (ID ^SttMb^k, -ft 

^ (VIII) 
[0 15 3] 

Mb 3 i] 

o 

L 1 S— Q A (VIII) 



[0 15 4] 

o r & JJjti" & £ t £ ^ o 

[0155] . . — 

(i i) ■?ji*s*i*'ffrfc*fc. -ft* (VIII) -vmztLZititmoRj&ii* 

IftKLfc-ft* (I I) -ft* (IV) WStLMt^^BOSK 

[0 15 6] 

3 I ) °i^ 1 ( I _B) ^£frMb^%ii> -ft* (v) -e&Zfi&ik&Vs*.* -ft* 

(IX) 
[0 15 8] 
[lb3 2] 

O 

HN S— Q A (IX) 

^1A O 

[0 15 9] 

-ft* 6 (vj ^SfrMb^k. -ft* (IX) XTFZti&tt&moBiBlt, ffIBb 
fc-ft* (I I) T?jS3*t*'ffrfrW^ -ft* (IV) ^StLaft^feOKJfcfciSCfc 

[c] 16 ik* (I) -e^$*t4^%Od*>. Ytf*-N (E 1 ) -C (=X) -NH 

-r&fr*>-ft* (i-c) 

[0 16 2] 
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Hk3 3] 




[0 16 3] 

-^i 6 (I-C) T^^tLS^^tt. -«t* (I I) T^Stt&tt^^ ( 
X) 

[0 16 5] 
Mt3 4] 

X=C =N — Q A (X) 
[0 16 6] 

[0 16 8] 

[D] 1 ? -hL& (I) ^ Y^-N (E 1 ) -CH 2 

[0 17 1] 
Mb 3 5] 



1M-CH 2 -Q A O" 0 ) 




[0 17 2] 

■ess s *.* item \u ftws^^ ft** * - * * * • 

XI) 

[0 17 4] 
[ft3 6] 

L 2 -CH 2 -Q A (XI) 

(J[J!L ,6 li^r/», ******* (oMsi) . 
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I) ■C^«*t*'ffc'frWfc-ft* (XI) ^3*L*<t^fcw£OStt. «*- 
*yW, ^**>> 'V/**, S^n^***, yxf^x-r^ v** 

10 17 7] 
[0178] 

[E] -#5*; (I) T^£*LMb^%<^*>, Y**-C (=X) -N (E 1 ) -SrfE 
fc-HfrfrftU (I-E) 
[0 17 9] 
Mb3 7] 

,1A 

(l-E) 




[0 18 0] 

[0181] . 

1) (i-E) i*7f;ZtL&it&m\±. (XII) 

[0 18 2] 
Mb 3 8] 

(XII) 




[0 18 3] 

X-mZMft&mt^ -«s£ (XIII) 
[0 18 4] 
Mb 3 9] 

1 A 

I A (XIII) 

HN — Q 

[0 18 5] 

[0186] 

HW (XI I) t?** fc. (XI I I) ■c***t*ft«o»6ii 

, tHELfc-« (ID -W«tL*fl:«rk, -** (in) ^^^^»«^ 

{±JSE# 2004-3098021 



#M 2003-365237 



: 32/ 



[0 18 7] 
10 18 8] 

2 ) (I-E) X-7fi2ti&tt&ydl±, -«5* (XIV) 

[0 18 9] 
[<t4 0] 

— n L 1 (XIV) 





[0 19 0] 

T^£*lMfc£-!^> -HHs£ (XIII) ^$*LMb^«50SKttU SMi'J^K 

-^i 9 (xiv) •csstta-ffc-fr*^ (xiii) -c^5tL^»^%oRj^{± 
> WIBL/ ,_^ (I i) -e^^tL^^-a-fei:, (iv) -e^^tL*>fti^^RS 

[0 19 2] 
[0193] 

[F] (i) ^s^aft-fr*^*^ yj^-soj n (e 1 ) -*mt>-fft 

-r%t>%-&&: (i-F) 

[0 19 4] 

Mb 4 i] 

(l-F) 

y » 

^ o 
[0 19 5] 

[0 19 6] 

D (i-f) ■e*S*L*flS'fr**i* (xv) 

[0 19 7] 
[<b4 2] 



(XV) 



[0 19 8] 

T?^**t4fls-fr*fc, -«s* (xiii) t?*3ih.**Mrt&*EJfcfcf*u 3&fcd*Rfc 

[0199] 

(xv) ■c^«*t*-fk'ft*k. — JRsac (xiii) -omzMitWBR&ii. 
«JBLfe-«* (I I) T^$*ta<b^%fc, -«s$: (VI I) 
kj£ c fc*tfe-cff ? - ^ a*"? * * o 

[0 2 0 0] 

ttiiE# 2004-3098021 
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: 33/ 



[0 2 0 1 ] , 

2 ) (i-F) T^StiStt^l^ -ft* (XVI) 

[0 2 0 2] 
Mb 4 3] 




(XVI) 

/ I! 

^— ^ o 
[0 2 0 3] 

X-fjiZtL&it&Wk. -ft* (XIII) •C^$fL4^««rRJ&^ftL> S&fc'J&Rfc 

id c t§i*©siriK - 1 k i o -c & s 1 1 a*-? § & » 

-^i 0 (XVI) -CTfiZflZlk&HBt. -ft* (XIII) •C*«tL4<fc-frWOfOStt 

, miaufc-ft* (i i) ^**L**b*<»^ -ft* (viii) ■eTfiZti&K&mo 
eu& Kmc ttm-en & "9 - ^ * & o 

[0 2 0 5] , 
[0 2 0 61 

[G] -ft* (i) -emznzft&W)*- w^tt^t^fci"^*- -ffcfc*. 
-ft* (i - g) 

[0 2 0 7] 
Hb4 4] 

(1-6) 




[0 2 0 8] 

(**N Y A tt|»».LfcYi:WC*l***fe"**^ Y A (:ioT^?tLSH:tt tL4 

[0 2 0 9] # 

1) (I-G) ^Sfr&tt^f*, -ft* (XVI I) 

[0 2 10] 
Hk4 5] 



B(OH) 2 (XVII) 




[0211] 

-c&zti&ititmt* -ft* (xvi i i) 

[0 2 12] 
[ft 4 6] 

(XVIII) 




[0213] 
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^-vl 34/ 



(xvi i) T'^stiMfc^t. — (xvi i i) x-mzti&lk&yovBL 

hUJ.f-;v75>> MtbUfA, JftabjcSf^hU jfcR*y*A, Rm 
-b->^A> jlta^y^A, ';>®=*u^a. zkJHfc^v^^ ^^fb 

fh^yf^T^-fA^) ) U<l«©*^ t fctii ib Otitis iTOSR 

(t- ( h ';7x-;V*^7-f » A (P d (P P h 3 ) 4 ) , 

* (b'J7x-W7r/) Mr/W (PdC 1 2 (PPha ) 2 ) , ^5'77 
i=, ( P d (OAc) 2) > A'7y^Al, 1, 1* -H** ('/'7x-H77^7xn 
■fe>) ^nn/^y^ (PdCl 2 (dppf) 2) > ZM^7'JM?j;7A ( 
PdCh (al lyl) 2) , 3C^ffc7x-;nf^ ( h 'J7x-M7 7^ » v 
*A (PhP d I (PPhs ) 2 ) 30 «T\ 0-12 CC-CRJSS^^i tK± *>fr 

[0 2 15] 

[0 2 16] 

2) -«sS; (i-G) ^$tL^>fb^f4 N -)K (xix) 

[0 2 17] 



[0 2 18] 

(5**, ^:TO|B^-i4miBOlB-^tiW|C^i* : S:^^-t-o ) 

■eTfiZti&ik&mt, -ms: (xx) 

[0 2 19] 

Mb 4 8] 



[0220] 

^T<7)|B-^(4tu|B^IB-^i:|WICM^«fe1-o ) 
[0 2 2 1 ] 

— (XIX) t?^$tLS^%fc, -JftS (XX) •c^$frato&W<&£j£i4 % Itf 
IBL/c-^ (XVI I) T^StiMb^*:, -«5*; (XVI I I) *LMb^% 

[0 2 2 2] 

[0 2 2 3] 

ffiHM#*^f4^mi: LTfflv>iHSS (II) - (XX) •c^StLSjfr&Wtt, **i 

S-ftfiWEn-c**^ Jb*v»»i-fiwn©*^ Wx-ifuriBLfca • 

^- h7>77*-^-V3 >X&if£®£ti7t73?£, ab^>v>}±^ 5 y • ^yn-f (Ch 
em. Ber.) , 9 6 , 1 5 0 5M, 1 9 6 3^;^< • tf (Chem. Ber.) , J. 



[0 2 14] 



Hb4 7] 




(XIX) 




(XX) 
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8, 1 0 8 11, 1 9 6 5^;f - 9J *- + *'* r '*r*J**'***.y } rJ*' 
~0r g . Chem.) , JUL 4 1 3 71, 19 8 8*; 'I'*'*?* 
• * b 'J - • (Bioorg. Med. Chem. Lett.) , I, 2 5 6 3 ^ & / 

21 1999^; ^yvv \ (Synlett) , 2 0 0 0 ( 6 ) , 8 2 9-8 3 11; 

^ ^ ^ _ . ,*-*y • b7 >*f9 a s a >X 1 (J. Chem. Soc. , Perkin Trans 1) 
, 2 0 0 2 , 1 8 4 7lflW*S*ffl^Kl:l?tli:«ttK!:^iao 

[0 2 2 5] 
Hfc 4 9] 



1 



lxxl ". 



I D J Pd(PPhs)4 
a ^-^ Na 2 CQ3 
(XXI) MoCN 



(V) 



»~ "Ny — /YYIIh 




(XXIII) 



(XXI) 

[0 2 2 6] 

5g k £ o -c t k m& -r z> 1 1 § a o 

[0 2 2 7] 



[ft 5 0] 



igtf;TJtefc2 
.LI 



CI 

(XXIa) 




ether 



ii) AcOH, H 2 O f THF 

iii) DDQ 




[0 2 2 8] 

JB6ia*l 49*^2 a»«#Sfctttt*fcb-Cfflv**-«35 (XXI) Sfctt ( 
xxi a) ^snaft-^wu -tttiff&ftl^**^ iS^liW^Ci^^ 

[0 2 2 9] 

tBSE# 2004-3098021 
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^-v ! 36/ 



(i) -cm^fi^^m^m^mmm^^^^^^^ mmtvx^m 

JilH £l i:±o * vM±Ji** i fc WW** ****** b V J KlB 

ttfeE. AWWft»fF (GAD) . tt*7«K* (SAD) , 

MttB* S**M. A»*». Mtt»«. AM*) - ■J**- 222ftSfi 

MMMk **v>«0 . ^^^^5 H tS'S m ^2M-l2 
»&* MMMk tt«tt*R (3Mfctt»») . i 

**** *Hit#ft*. «f> EES® 

JUL**) , *hV*CfeHi-*R**** l«M»«^ *tS?K\2^5 % 

tbiE#2 004-3098021 



2003-365237 



^-v : 37/ 



**V*^K (DNA> RNA, > 7 7**^ ^^zll^lC 

a««, a-wwu 

IEK*a»0«^»**fc*-ca*LT*J:w. 4*:, 

^T-etf>2& f-^yyr-ife^^ ^>'/v?7-t*t>^> ^d^-^^ CRF 

SSRI, SNRI) > CRFttrSfi*, *+*->NKi***, -a-DfVv^ 

30 , MftWISII&PSEX • ?mtflli«i £J»X. CCK ~^25 C "S 

t 3 sax*) > jh»x ±mm. ^*^**?> *2I5*" f 

X*B#X. T'/W/WI l«MWif»*) * iWIM *^ h ,i?t 
^*Vi5?5^3S«l, tt*E««, > ********* 

N K 2 »Sb^) *jW*»7&*L*o 
[0 2 3 8] 




miE#2 004-3098021 



#M 2003-365237 



38/ 



RfiF£ (SNRI, SSRI) s CRFJ$tnJg> ^a-Df^»3S» 

Bamako**) , stayvi, m^mmm^m - m^mm^mm w*.&, 
mmm, cck-a^i> -*-nr^>«, **** Kfwwu A^*yyfu 

|,i,-5-HT4 fMI«) ^ JtiSSS Jh«*. KaiS«#*I«HB^) 

(09x.tf> 5-HT 3 *S#Clg> 5 - H T 4 . ^^^^A #U* 

;v 7 w ;v * a s -7 & ^ ifbti& 0 
[0 2 3 9] 

& gL^y">>H> waft*. t^^r/H2ts«l> fitsr^hv^*^ -/o^* 0 
AX*'J>ff«*> Stay RUPH^a*^ -fuxtr-yyv 

£H OWxtf. ^'✓'/y7<lf>*, fi; { ;7«l^>l, ^>^7-b't'^ -fen 
[0 2 4 0] 

*H»*!U ftBMt*, HifPH^* 
[0 2 4 1] 

t-fcimm<nfctb<7>mvmMtLxte, $ix.tf-fe;vw mmm. comt (*7-a- 

[0 2 4 2] 
[0 2 4 3] 

K*, Stay:'*, M^l. 7"nW7-fA, JKRi§BMb*3fcl&*3W** , $**f 

o 

[0 2 4 4] 

»©fcft©'Hii«!>jiMMi:brtt, arses ###3Ria*au im^Jwis. m&m m 

, mm, M<bs^£y> waft*. t^^r/H 2 5£#4Mt#ta^ ft^^m. nffimmmm 
mm. (ccK-A^to;*) ^wbtt&o 

[0 2 4 5] 
[0 2 4 6] 

mSE# 2004-3098021 
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^-V : 39/ 



*^tt*a©fc*©«fc©**fcL«* «^^» *»«S«»^ J* 

JfV'7A, D?^;U, n7H*7lxfK f7-fV^A, 

HS«5oiiUI4, 75 h'J/f'J^ ^7*7^/, 

4°T5>Woa*B«i:trtt, b7/rA 7****3 

[0 2 5 2 ] 

n^n-JK 5^*74 7^7^J>, ^n^^V^t>'J7A, K 3 '^* 

o 

(0 2 5 8] 

«5£afcLTIi, WWcftby^ tftv^ffA, «**»fc7*3 

[0 2 6 1 ] 
[0 2 6 2] 

ffciE# 2004-3098021 
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40/ 



[0 2 6 3] 
[0 2 6 4] 

[0 2 6 6J 
[0 2 6 7] 
[0 2 6 8] 

jhiiSi: LTIi, fll*.»f. vm&m?bttZ 0 
10 2 6 9] _ _ 

[0 2 7 0] 

10 2 7 1 ] _ ^ , . 

[0 2 7 2] 

jMJEBrFHt LTIi, flxtf, -7xy^A -;W^C'y, 7rjn 

rof;-;K *^/ftn-^ yn^/n-JK ^^n-JK T^W^ 

[0 2 7 4] 

m^mt Lnt, *j*\-**y>. s> k-/*s:a t\; 

[0 2 7 5] 

**IMFi&**i:L-C«\ t#y7-f-A •/ntf^'jy^ 

[0 2 7 6] 

[0 2 7 7] 

ft««fcLTte, ">^a^'frA TIT**^ ***** 

[0 2 7 8] 
[0 2 7 9] 

miE#2 004-3098021 
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^-v I 41/ 



Jfcl-ASfc™ -HKol, 100,g^l0 o 0mgO«-C-H-IBI*«H 

. asm* mxmmtLxm^bti&o 

£tf ? UTS. ******** *tfefc«oT«*ftLT*Vjfc 

n*S* ill** *2«U± 

£«*) *»k £«*»«wt**t*. zhtzowma. »*u mmwu 

y 1f**U «fc*U #**U H«*muv»ttiv». 
[0 2 8 8] 

Si* "wswu ^ 7,j ^.^^^;f 

^x^;v, ?-j^>ix^ /<*w*****, ^r'if*™^ 

tbiE#2 0 0 4-3 0 9 8 0 2 1 



#M 2003-365237 



: 42/ 



3itftL&<>oiatfett2ajsi±«:«^tTfflv>e»*Lao ^»j> ^ 

*«gtt&»**v>ttaiweffl**fcv***o*e»awr*L*. ******* 

[0 2 9 2] 

e,tu*o S<bfc, «#au ifi$Hfc£»k aWM****^^* 

[0 2 9 3] 

ffifiE# 2004-3098021 
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! 43/ 



#tfct4, «*tf#BM«fr»2, 8 6 8, 6 9 1f^i«3, 0 9 5, 3 5 5*C#L 
[0 2 9 5] 

#) > Mftffi* *.<k*U MHBM, «f*U W9MfH^v»t*iv. iW« 
[0 2 9 6] 

*ens#ofci6«!)jflciifc«K«. jtmm* «»fs&fl&»u 

[0 2 9 7] 

&ts£v*tih<Dm.fr&t>itwRi^btL2>o m^itm wz.it. mti-wv 

-fb * t±M <o mMmu^ t tz \m<nmn i^mm u -t^ffi-r * ^ t *> •? § * 0 

[0 2 9 9] 

itLt,<oiRA#Ji4^*no^rftt-mtt:«at$tL*o 

) , m&m, mmiw y>tt>y^ bhw-hj***) . «mfla< (« 

[0 3 0 3] 

miE# 2004-3098021 
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l-Z? I 44/ 




[f£l^£||M1-&£#^*&^MU 

o 

[0 3 0 61 

0dd*W (CDC la) £JiWco 

[0 3 0 7] a "j 

Sfc, n-mm~7FZtiZtt&W\i> ACD/Name C*-2>a>6. 0 0, Adva 
need Chemistry Development Inc. tt«) £ * o xflr* 

(2E) -3- (^f^T^y) - l-7x-fl'-2-yn^V-l-t/ 
[0 3 0 8] 

[ft 5 i] 

[0 3 0 9] 

7 ^>7xy> (1. 2 g, 10. Ommol) fcN, N-^f ^*^75 W 
*.A, T .fc*->l, (1. 2g, 10. Ommol) ttSt^ffSUTOn-Jx 
-7 (3 0 0W 15 Ot) «-6^R8#tb^o RJS»T*. W^Iit/:t> 
i^/u-^V^fc-CffttSU aT©»tt«**t*«Wft*« (I- 2 5g) 

TLC : R f 0. 2 2 (iKif^:A4rt> = 2:i) ; 
NMR : S 7.93-7.86 (m, 2H), 7.81 (d, J = 12 Hz, 1H), 7.49-7.33 (m,.3H), 5.71 
(d. J = 12 Hz, 1H), 3.3-2.7 (br, 6H)o 
2 



CH 3 
CH, 



[0 3 10] 

at 5 2] 




»1«L/>:M (1. 15g, 6. 5 5mmol)> W7^ (8 8 
5mg, 4. QOmmol) fcj:***;-* (6mL) L 2"li 
^n>?x-^ (3 0 0W, 150C, 6minX3II) «tfco E£^m KB®. 

{liilE# 2004-3098021 
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^-y: 45/ 



«»U HTO«ttit*t*Mft^l (I- 0 3 6 g) * 

T L c : R f o. 4 5 Wxf;v:^t> = 2 : l \' „ , n^t 

NMR I 8 8.36 (d, J = 5 Hz, 1H), 8.03-7.96 (m, 2H), 7.52-7.42 (m, 3H), 7.05 ( 
d, J = 5 Hz, 1H), 5.1 (brs, 2H)o 



2^>*****) — N— (4-7^*^^-2-^) 7*mK 
[0 3 12] 
Ht5 3] 




[03 1 3 1 ^. 

**«2T?«atL^ft'Mlf (3 4 2mg, 2. Ommol) <0\>VV> (5mL) »«t 
r ii^>W*'/7tWn'JK(0. 35mL, 2. 2mmol) On*-. 

(5 8 Omg) *»fco . 

T L c : R f 0.4 1 :^M*-> = 2 : l) ; 

NMR : 5 4.23 (s, 2 H), 4.71 (s, 2 H), 7.44 (m, 9 H), 8.09 (m, 2 H), 8.71 (d, 
J=5.31 Hz, 1 H), 9.09 (s, 1 H) D 

^jjfe^3 (1) , n^v^-v 

2_ 7 ^y^v-N- (4-7x^^5^-2-^^) 7-tf7^ 
TLC : R f 0.4 2 (^**T> I ftK^-f"^ =311); 

NMR : 8 4.81 (s, 2 H), 7.06 (m. 3 H), 7.36 (m, 2 H), 7.49 (d, J-5.31 Hz, 1 H 
), 7.53 (m, 3 H), 8.10 (m, 2 H), 8.73 (d, J-5.31 Hz, 1 H), 9.03 (s, 1 H)o 

TLC'Rf 0.28 (^*^> : WWl^^ = l : l) I 
NMR '. S 2.43 (s. 3 H), 7.16 (dd, J=4.94, 3.84 Hz, 1 H), 7.32 (d, J-7. 87 Hz 
2 H) 7.44 (d, J-5.31 Hz, 1 H), 7.61 (dd. J=5.03, 1.19 Hz, 1 H), 7.74 (dd, J=3.8 
4, l'.lO Hz, 1 H), 8.03 (m, 2 H). 8.56 (s, 1 H), 8.68 (d, J=5.31 Hz, 1 H)o 

mmm3 (3) _ 
n- [4- (4-^f;i/7x^) try 5V>-2-^f *] 

TLC'Rf 0.28 (^^> I Ifc®^^*' = 1 : 1) ! 

NMR ' 8 2.41 (s, 3 H), 7.29 (d, J=8.06 Hz, 2 H), 7.41 (d, J=5.49 Hz, 1 H), 7 
.52 (m, 3 H), 7.96 (m, 4 H), 8.64 (d, J-5.31 Hz. 1 H), 8.89 (s, 1 H)o 
mML3 (4) 

tfSf£#2 004-3098021 



mi 2003-365237 



: 46/ 



N _ [4 _ ( 4 ->f-;V7i-;i/) fcfV 5^>-2->f 7x^mh7U* 
TLC:Rf 0. 5 3 (A^rt>:^xf;V = 1:1) I 

NMR : * 2.44 (s, 3 H). 4.81 (s, 2 H), 7.06 (m 3 H) 7 35 (m 4 H) 7 .45 (d 
J-5.31 Hz, 1 H), 8.00 (d, J=8.42 Hz, 2 H), 8.69 (d, J-6.31 Hz, 1 H), 9.01 (s, 1 
H)o 

VP&>V» ***s) -N- [4- ey*v>-2--f*] T 

1** 7 ^ K 

TLC "Rf 0. 2 9 = 1 : 1) 

NMR : § 2.43 (s, 3 H), 4.23 (s, 2 H), 4.71 (s, 2 H), 7.37 (m. 8 H), 7.99 (d, 
J=8.24 Hz, 2 H), 8.67 (d, J-5.31 Hz, 1 H), 9.06 (s, 1 H)« 

gMjfl 3 J 6A _ (>lj7;]/ ^ n ^ ;l/) 7j ^ ;v] el;***- 2-4*1 **-7*> 
- 2 K 

TLC'.Rf 0.49 C»m*^* : = 2 : 1 } ; „ , ^ „ eK , 

NMR I 5 7.18 (dd, J=5.03, 3.75 Hz, 1 H), 7.51 (d, J-5. 31 Hz 1 H) , 7.65 (m, 
2 H), 7.78 (m, 2 H), 8.35 (m, 2 H), 8.57 (s, 1 H), 8.78 (d, J-5.31 Hz, 1 H>. 

K 

TLC'Rf 0 25 (^ d r'9">' *. WW.^^^ = 111) • 

NMR : 5 7.58 (m, 5 H), 7.79 (m, J=7.87 Hz, 1 H), 7.99 (m, 2 H), 8.31 (m, J=8 
.24 Hz, 1 H), 8.36 (m, 1 H), 8.70 (m, 1 H), 8.80 (d, J=5.13 Hz, 1 H) e 

gjftflH3 (8) .,,„,,, ,,, v 9 

2 -7 i y#^-N- 14- [3- (h';-7;v*o^;v) 7x^] nu^v^-2- 

TLC'Rf 0. 4 3 I ttBt^* = 1*1)5 

NMR \ S 4.80 (s, 2 H), 7.06 (m, 3 H), 7.36 (m, 2 H), 7.52 (d J-5.31 Hz 1 H 
) 7.66 (t, J=7.78 Hz, 1 H) , 7.79 (d, J=7.87 Hz, 1 H) , 8.30 (d, J=7.87 Hz, 1 H), 
8.36 (s, 1 H), 8.79 (d, J=5.31 Hz, 1 H), 9.15 (s, 1 H)o 

N-U- 9 (4 ->7^x^) ft7x>-2-*mt 

tlc : R f 0.15 C^**^ : ftBft^* = l : l) " 

NMR ". 5 7.18 (dd, J=4.94, 3.84 Hz, 1 H), 7.50 (d, J-5. 13 Hz, 1 H) 7.64 (dd, 
J=5.03, 1.01 Hz, 1 H), 7.75 (dd, J=3.84, 1.10 Hz, 1 H), 7.81 (m, 2 H), 8.27 (m, 
2 H), 8.55 (s, 1 H), 8.78 (d, J=5. 13 Hz, 1 H)o 

mmm3 (1 o) t . 

N _ [4 _ ( 4 _, >7 y tf i J ^ v?^- 2 -4 *] ^>^7>h 

TLC'Rf 0. 2 6 (^^r*9-> I BfcBfcJ"-*'* = 1-2) J 

NMR : 8 7.57 (m, 4 H), 7.79 (m, 2 H), 7.97 (m, 2 H), 8.22 (m, 2 H). 8.76 (d, 
J=5.31 Hz, 1 H), 8.88 (s, 1 H)o 

"9" "** K 

tlc : Rf 0.6 6 (Mto* + vv : >*y-;v = 9 : l) 

NMR : a 7.18 (m, 2 H), 7.32 On, 1 H), 7.49 m, 1 H , 7.62 m, J-5. 13. 1.28 H 
z, 2 H), 7.74 (dd, J=3.75, 1.19 Hz, 1 H>. 8.27 (m, 1 H), 8.56 (s, 1 H), 8.72 (d, 
J=5.31 Hz, 1 H)o 
(1 2) 

{il|E#2 004-3098021 
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^-y : 47/ 



N _ [ 4 _ (2-7)Vio7x-;v) tfU 5^>-2->f 

TLC:Rf 0. 64 (M^fv>:^>-^ = 9: / 1) , Irt ,«r rh 

NMR : 5 7.19 (ddd, J-11.76. 8.19, 0.92 Hz, 1 H). 7.31 (m, 1 H). 7.54 (m. 5 H 
), 7.97 (m. 2 H), 8.23 (m. 1 H), 8.73 (m, J-5.31 Hz, 2 H)„ 



^Miyy .1 (13) t j, v t 

N- [4- (2-7^n7x-^) tTU ^y>-2--f ^] -2-7x;*v7tb7 

$ K 

TLC-Rf 0.56 (3£lb;* ^ v > : ^ * y - jv = 911) 

NMR ! 5 4.80 (s, 2 H), 7.04 (m, 3 H), 7.20 (m, 1 H), 7.34 (m, 3 H), 7.50 (m. 

1 H), 7.63 (dd, J=5.31, 1.83 Hz, 1 H), 8.22 (m, 1 H), 8.74 (d, J-5.31 Hz, 1 H), 

9.05 (s, 1 H)o 

mm®] 3(14) . , , 

2- (^>W**v) — N— [4- (2-7M07x^) lfU5^>-2->fJV] 

T L C T R f 0. 73 (M^fW/:>^-* = . „ ia , 

NMR ' 5 4.22 (s, 2 H), 4.71 (s, 2 H), 7.18 (m, 1 H), 7.35 (m, 6 H), 7.48 (m, 

1 H), 7.60 (dd, J-5.31. 1.83 Hz, 1 H). 8.20 (m, 1 H), 8.72 (d, J=5.31 Hz, 1 H), 

9.08 (s, 1 H) 0 

tl c : R f 0.2 9 (^^r^-^ : wm^^ = i • i) : 

NMR : a 7.20 (m, 3 H), 7.43 (d, J-5.31 Hz, 1 H), 7.63 (dd, J=4.94, 1.10 Hz, 
1 H), 7.76 (dd, J=3.84, 1.10 Hz, 1 H), 8.16 (m, 2 H), 8.62 (br. s. , 1 H). 8.69 ( 
d, J=5.31 Hz, 1 H)o 

gffig!3 (1 6) , 

N _ [4- (4-7^tn7x-;v) try $yv-2-'f;v] ^xr* > 
t l c : R f o. 2 9 (A*t>:»«xf* = l : i) ; 

NMR : 5 7.19 (m, 2 H), 7.43 (d, J=5.31 Hz, 1 H), 7.56 (m. 3 H), 7.97 (m, 2 H 
), 8.12 (m, 2 H), 8.71 (m, J=5.13 Hz, 2 H)o 

N- [4- (4-7^07x^) e^y^-2-^H -2-7x/*y7t>7 
5 K 

tlc: Rf 0.29 (^+-9- > : sm^*' = i : i ) ; 

NMR : 5 4.79 (s, 2 H), 7.05 (m, 3 H). 7.21 (m. 2 H), 7.36 (m, 2 H) , 7.44 (d, 
J-5.31 Hz, 1 H), 8.13 (m, 2 H), 8.72 (d, J-5.31 Hz, 1 H), 9.04 (s. 1 H)o 

' CTbfyfe **) -N- [4- (4-7WU7.^) ^5^-2-^] 
7*>75K 

TLC'.Rf 0. 2 7 (^**)-> '.WpM*-**' = l : i) ; 

NMR : 8 4.22 (s, 2 H), 4.71 (s, 2 H), 7.19 (m, 2 H), 7.39 (m, 6 H), 8.11 (m. 
2 H), 8.70 (d, J=5.49 Hz, 1 H), 9.08 (s, 1 H) Q 

N-^u- 1 ^! 4-^7)HD7x^;i/) try 3 yv- 2 -4*] ^7x^-2-* 
tlc i R f o. 21 (^*-9-> : ffcaft^f-^ = 2 : l) ; 

NMR I a 6.94 (m, 1 H), 7.06 (m. 1 H), 7.17 (dd, J=4.94, 3.84 Hz, 1 H), 7.58 
(dd, J-5.31, 1.83 Hz, 1 H), 7.63 (dd, J=4.94, 1.10 Hz, 1 H), 7.74 (dd, J=3.66, 1 
.10 Hz. 1 H), 8.37 (m, 1 H), 8.56 (s, 1 H), 8.70 (d, J-5.31 Hz, 1 H)o 

mmm 3 (20) 

tBiE# 2004-3098021 
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^— V : 48/ 



N _ [4 _ ( 2 , 4-^7^n7x-;v) fU§y>-2--f^] 

TLCiRf o. 5i (^tv:#»xf* = 1:1): 0 • , 

NMR I 5 6.94 (m. 1 H), 7.04 (m. 1 H), 7.57 (m. 4 H), 7.97 (m, 2 H). 8.31 (m, 
1 H), 8.70 (m, 2 H)„ 

5 K 

TLCiRf 0. 3 3 (Aift>:Sg|xfJV = i:i); 

NMR *. $ 7.15 (dd, J=5.03, 3.75 Hz, 1 H), 7.42 (m, 2 H) , 7.50 (m 2 H) 7.61 

(dd, J=5.03, 1-19 Hz, 1 H), 7.72 (m, 2 H), 8.57 (s. 1 H), 8.76 (d, J=5.13 Hz. 1 

H) 0 

gg*ftffll3 (2 2) _„^_ v 
N- [4- (2-?nD7i^) tfJ 5V>-2-^] 'OXT* > 
TLC'Rf 0. 2 9 (^#"9- * = i:D » 
NMR * a 7.51 (m, 7 H), 7.70 (m, 1 H), 7.95 (m, 2 H), 8.77 (m, 2 H)o 



■ > (23) , , 

N- [4- (2-^no7x-jV) try 5 ?y-2-4W -2-7x^y7^b7. 

TLC:Rf o. 4 8 (A^:SI^ = i : i) ; 

NMR : <* 4.78 (s, 2 H), 7.03 (m, 3 H), 7.34 (m, 2 H), 7.42 (m, 2 H), 7.50 (m, 
2 H), 7.69 (dd, J=6.04, 3.30 Hz, 1 H), 8.77 (d. J=5. 13 Hz, 1 H), 9.06 (s, 1 H) 

mmm 3 (24) „ u , 

N _ [4 _ ( 4 -^n7x-)v) tru $y>-2-w ;v] f*7xv-2-*^m 

5 K 

TLCiRf 0. 4 6 ($m^^:^*^> = 2 : 1) ; 

NMR : 5 7.17 (dd, J=5.03, 3.75 Hz, 1 H), 7.44 (d, J=5.31 Hz, 1 H) 7.49 (m, 
2 H), 7.63 (dd, J=5.03, 1.19 Hz, 1 H), 7.74 (dd, J=3.75, 1.19 Hz, 1 H), 8.09 (m, 
2 H), 8.54 (s, 1 H), 8.71 (d, J=5.31 Hz, 1 H)o 

N- [4- (4-^no7x-;V) try $5»-2->f ^^7^ h 
TLC'Rf 0. 2 7 (A^rt>:Stxf;v =11.1) 

NMR : d 7.54 (m, 6 H), 7.98 (m, 2 H), 8.07 (m, 2 H), 8.74 (m, J=5.31 Hz, 2 H 
K 

TLC'Rf 0.39 (^*9-> : f^m^--?-^ = i : i ) ; 

NMR : 5 4.79 (s, 2 H), 7.06 (m. 3 H), 7.36 (m, 2 H), 7.48 (m, 3 H), 8.06 (m, 
2 H), 8.73 (d, J=5.31 Hz, 1 H), 9.04 (s, 1 H)o 

T L c : R f 0.25 (^*9-> : W&x-Tfr = i : i ) . 

NMR : 5 7.17 (dd, J=5.03, 3.75 Hz, 1 H), 7.39 (t. J=7.96 Hz, 1 H), 7.44 (d, 
J=5.13 Hz, 1 H), 7.65 (m, 2 H), 7.75 (dd, J=3.75, 1.19 Hz, 1 H), 8.05 (m, 1 H), 
8.27 (t, J=1.83 Hz, 1 H), 8.53 (s. 1 H), 8.75 (d, J=5.31 Hz. 1 H) c 

«ifll]3 (2 8) „ v 

N _ [ 4 _ ( 3 _7n^7x-JV) ^5^-2-^]^*^ 

tlc : Rf 0.25 (^*9-> : St xf ^ = l : D I 

ffi|iE#2 004-3098021 
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49/ 



NMR : 8 7.39 (t. J=7.87 Hz, 1 H), 7.45 (d, J=5.31Hz. 1 H), 7.59 (m 4 H) 7. 
99 (m, 3 H), 8.25 (t, J=1.83 Hz, 1 H), 8.68 (s, 1 H), 8.77 (d, J=5."31 Hz, 1 H) Q 

t-V*- \V- *\>**y*=») eu**>-2--f*] **7*>-2-*»** 
TLC:Rf o. 33 (^*-*>- iMP^*' = 2 : l) ; 

NMR : 5 3.89 (s, 3 H), 7.02 (m, 2 H), 7.16 (dd. J=5. 03. 3 75 Hz 1 H , 7.40 
(d J=5.49 Hz, 1 H), 7.61 (dd. J=4.94, 1.10 Hz, 1 H). 7.73 (dd, J=3.75, 1.19 Hz, 
l'H), 8.11 (m, 2H), 8.47 (s. 1 H), 8.65 (d, J=5.31 Hz, 1 H)o 

TLC'Rf 0 19 (^^"9"> : S^^J.f-^V = 111) 

NMR I 8 3.88* (s, 3 H). 7.00 (m, 2 H), 7.39 (d, J=5.49 Hz, 1 H), 7.53 (m, 3 H 
), 7.96 (m, 2 H), 8.07 (m, 2 H). 8.64 (d, J=5.49 Hz, 1 H) , 8.76 (s. 1 H) Q 



TLC'Rf o 12 : gt^x-^ =2:1); 

NMR 8 3.97 (s, 3 H), 4.03 (s, 3 H), 6.98 (d, J=8.42 Hz, 1 H), 7.16 (dd J- 
5.03. 3.75 Hz, 1 H), 7.42 (d, J=5.31 Hz, 1 H), 7.62 (dd, J-4.94 1.10 Hz, 1 H) 
7.69 (dd. J=8.42,2.01 Hz, 1 H), 7.75 (m, 2 H), 8.55 (s, 1 H), 8.66 (d, J=5.49 Hz 
, 1 H)o 

mmm3 (32) 7 n* . . 

tlc : Rf 0.52 Wfct + vy : = 9 . 1) . 

NMR : 8 3.96 (s, 3 H), 4.00 (s, 3 H). 6.96 (d, J=8.42 Hz, 1 H), 7.41 (d J=5 
49 Ifa 1 H), 7.54 On, 3 H), 7.66 (dd, J=8.42, 2.01 Hz, 1 H), 7.74 (d, J-2.01 Hz 
, 1 H), 7.96 (m, 2H), 8.65 (d, J=5.31 Hz, 1 H), 8.74 (s. 1 H)o 

TLClRf 0. 4 4 (A^tv:SHxf;V = 1:2) 

NMR (DMSO-de) I * 7.22 (dd. J=4.94, 3.84 Hz, H) 7J56 (m 2 H 7. 
85 (d. J=5.31 Hz, 1 H), 7.91 (dd, J=5.13, 1.10 Hz, 1 H), 8.17 (dd, J=3.84, 1.10 
Hz, 1 H), 8.37 (m, 2 H), 8.82 (d, J=5.31 Hz, 1 H), 11.11 (s, 1 H)o 

tlc : R f o. 35 (A4ft>:»«^ = i-D n e . v _ 

NMR : 5 7.34 (m, J=8.06 Hz, 2 H), 7.45 (d, J=5.31 Hz, 1 H), 7.56 (m, 3 H), 7 
97 (m, 2 H), 8.15 (m. 2 H), 8.72 (d, J=5.31 Hz, 1 H), 8.79 (s, 1 H)„ 



N -^[4- 3 (2| 5-^f^>7x^) *y***-2-4*] ^U' 
TLC:Rf 0. 4 8 (ftRxf^'.A^t'/ = 2:i) ; T 
NMR : 5 3.86 (s, 3 H). 3.87 (s, 3 H), 6.96 (d, J=8.97 Hz, 1 H) 7.02 (dd J= 
8 97, 3.11 Hz, 1 H), 7.53 (m, 3 H), 7.65 (d, J=3.11 Hz. 1 H) . 7.78 (d. J-5.31 Hz 
, 1 H). 7.96 (m, 2 H), 8.66 (s, 1 H), 8.70 (d, J=5.31 Hz, 1 H) e 

N-^4- 3 (2| 5-^>^7x^) 

tlc : R f 0.50 (H***-* : = 2 : l ) » 
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NMR : * 3.87 (s. 3 H). 3.87 (s. 3 H), 6.96 (d. =8.7 Hz 1 H) £02 (dd J- 
8.97, 2.92 Hz, 1 H), 7.15 (dd, J=5.03, 3.75 Hz, 1 H), 7.60 (dd J-5. 03 1.19 Hz 
1 H), 7.66 (d, J-2.75 Hz, 1 H), 7.72 (dd, J=3.84, 1.10 Hz, 1 H), 7.76 (d, J-5. 3 

1 Hz, 1 H), 8.54 (s, 1 H), 8.68 (d, J-5.31 Hz, 1 H)„ 

2 -3&;v^*^5 K 

TLC:Rf 0. 4 2 (iixf;v:^f> = 2:3) 

NMR : 5 1.30 (d, J-6.04 Hz, 6 H), 1.35 (d, J-6.04 Hz, 6 H) 4 5 ; (m, 2 H) 6 
.95 (m, 2 H), 7.15 (dd, J-5. 03, 3.75 Hz, 1 H). 7.60 (m, 2 H) 7.73 (dd J*. 84. 
1.10 Hz, 1 H), 7.82 (d, J=5.31 Hz, 1 H), 8.50 (s, 1 H), 8.67 (d, J-5.31 Hz, 1 H) 

O 

TLClRf 0. 4 8 (^xf;KA^t> = 1 : 1 ) I 

NMR : * 6.59 (m, 2 H), 7.17 (dd, J-5.03, 3.75 Hz, 1 H), 7.28 (m, 2 H), 7.55 
(d J=5 13 Hz, 1 H). 7.63 (dd, J=4.94, 1.10 Hz, 1 H), 7.74 (dd, J=3.84, 1.10 Hz, 
1 H), 7.79 (m, 1H), 8.55 (s, 1 H), 8.75 (d, J=5.31 Hz, 1 H), 

TLC-Rf o. 6 3 (mt^^-^y : > = 9 : i) ; 

NMR ! 5 7.19 (dd, J=5.03, 3.75 Hz, 1 H), 7.56 (d, J-5 31 Hz, 1 H , 7.65 (dd 
J=5.03, 1.19 Hz, 1 H). 7.73 (t, J=7.96 Hz, 1 H), 7.78 (dd, J=3.75, .19 Hz 1 H 
), 8.39 (m, 1 H), 8.54 (m, 1 H), 8.60 (s, 1 H), 8.82 (d, J-5.31 Hz, 1 H), 8.95 ( 
t, J=2.01 Hz, 1 H) 0 

m-mm3 (4 o) _ *^~ v 

N _ [4 _ (3--M37*-*') \>V$*J>-2->UI'] «>XT<Y 

tlc : Rf o.6i mit^^-vy 9 : 1) ; 

NMR : 8 7.58 (m, 4 H), 7.72 (t, J-7.96 Hz, 1 H), 8.00 (m, 2 H) 8.38 (m 1 H 
), 8.50 (m, 1 H), 8.76 (s, 1 H), 8.83 (d, J-5.31 Hz, 1 H), 8.95 (t, J-1.92 Hz, 1 
H)o 

TLC'Rf 0 55 (^^r"^^ : S^^x.f-;l/ = 1:3); 

NMR ": S 4.79' (s, 2 H), 7.06 (m, 3 H), 7.37 (m 2 H) 7 .58 (d J-5.31 Hz 1 H 
) 7 73 (t, J=8.06 Hz, 1 H), 8.39 (p. 1 H), 8.49 (m, J=7.87, 1.10 Hz, 1 H), 8.83 
(d, J-5.31 Hz, 1 H), 8.94 (t, J=2.01 Hz, 1 H), 9.13 (s, 1 H)„ 

t-V^l* *^) -N- [4- (3-^H7x^) *V*V»-2-4*] T 

-bh75 K n , 

TLC'Rf 0. 47 (^tytfttxf* = 1 : 3) , 

NMR : S 4.22 (s, 2 H), 4.73 (s. 2 H), 7.39 (m, 5 H), 7.55 (d J-5.31 Hz 1 H 
), 7.72 (t, J=7.96 Hz, 1 H), 8.38 (m, 1 H), 8.47 (m, 1 H), 8.81 (d, J-5.31 Hz, 1 
H), 8.94 (t, J-2.01 Hz, 1 H), 9.18 (s, 1 H) Q 

fy [4- 4 (4- ^07x^) *)Z*J>-2-<rt +*7*Z>-2-*»**+ 
5 K 
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TLC : Rf 0.3 5 (^t>:«x^ = i : 2) ; 

NMR (DMSO-de ) I S 7.23 (dd, J=4.94, 3.84 Hz, 1 H), 7.92 (dd ,J=5. 13, 
1.10 Hz, 1 H). 7.97 (d, J-5.13 Hz, 1 H), 8.18 (dd. J=3.75, 1.01 Hz, 1 H), 8.40 
(m, 2 H), 8.50 (m, 2 H), 8.90 (d, J=5.31Hz, 1 H), 11.24 (s, 1 H). 

mmm 3(44) ^ 

N- [4- (4--bn7x-JP) try 5y>-2-^] ^>^7v > 

tlc : R f o. 64 (M^fv>:>^-^ = 20 :i) 

NMR : 5 7.58 (m, 4 H). 7.99 (m, 2 H), 8.33 (m, 4 H), 8.74 (s, 1 H), 8.82 (d, 
J=5.13 Hz, 1 H)o 
^life^O 3 (45) 

N- 14- [3- 7 tfJ $yv-2->OV} f-*7*>-2 

tlc i R f o. 53 = 9 : 1) ; 

NMR * 5 2.22 (s, 3 H), 7.16 (dd. J=5.03. 3.75 Hz, 1 H), 7.43 (m, 2 H), 7.62 
(dd J=5.13, 1.10 Hz. 1H). 7.66 (s. 1 H). 7.74 (dd, J=3.84, 1.10 Hz, 1 H), 7.81 
(m', 2 H), 8.23 (m, 1 H). 8.62 (s, 1 H), 8.65 (d. J-5.13 Hz, 1 H) 0 

tlc : Rf 0.21 (^*^> = i : i o) ; 

NMR I 5 2.22 (s, 3 H), 7.52 (m, 6 H), 7.78 (m, J=7.69 Hz, 2 H), 7.97 (m, 2 H 
), 8.24 (m, 1 H), 8.70 (m, J=5.31 Hz, 2 H)o 
3 (47) 

N- 14- [4- (7W7^) ey 5 5»-2— f>H f*7i>-2 

tlc • Rf o. 19 : mt^^^> = i : i 9) ; 

NMR (DMSO-de) : S 2.08 (s. 3 H). 7.22 (m. 1H), 7.75 (m. 3 H). 7.90 
(d. J=4.94 Hz, 1 H), 8.17 (m. 3 H), 8.72 (d, J-5.31 Hz, 1 H), 10.21 (s, 1 H), 11 
.02 (s, 1 H) 0 

N- |4- [4- 7x^^] try 5W-2->f>H ^T5K 

TLC : R f 0.2 2 iftBfci^* = 1 : 1 o) ; 

NMR : * 2.22 (s. 3 H). 7.43 (d, J=5.31 Hz, 1 H), 7.54 (m, 4 H), 7.67 (d, J=8 
.60 Hz, 2 H), 7.97 (m, 2 H), 8.09 (m, 2 H) , 8.68 (m, J=5.31 Hz, 2 H)o 

N- [4- (l-^7^-;V) Ify 5 W-2--f ;V] ft7x>-2-*^^ft^ b 
TLClRf 0. 2 6 = 1 : 1) 

NMR I 8 7.14 (dd. J=4.94. 3.84 Hz. 1 H). 7.38 (d. J-5.13 Hz. 1 H). 7.58 (m 
4 H), 7.70 (m. 2 H). 7.96 (m, 2 H). 8.24 (m. 1 H), 8.63 (s, 1 H), 8.84 (d, J=5. 1 
3 Hz, 1 H) 0 

$W3 (5 0) ^ 

n- [4- (i-t7f^) try ^ vv- 2 -4 ;v] ^v^r^ f 
tlc : R f 0.3 3 :wm^** = i : i) : 

NMR : 8 7.39 (d. J=5. 13 Hz. 1 H). 7.54 (m, 6 H), 7.69 (m, 1 H), 7.96 (m. 4 H 

). 8.25 (m, 1 H), 8.76 (s, 1 H), 8.86 (d, J=5. 13 Hz, 1 H)o 

mmm 3(51) n _>**.ai- — i? 

n- [4- ey ^ v>-2--f;v] ft7x>-2-*;^t^ 

tlc : R f o. 25 = 1 : D : 

NMR : 5 7.18 (dd, J=5.03, 3.75 Hz, 1 H), 7.59 (m, 4 H), 7.77 (dd. J=3.75, 1. 
19 Hz, 1 H), 7.94 (m. 3 H). 8.21 (dd. J=8.60. 1.83 Hz. 1 H), 8.60 (s. 1 H). 8.64 
(d, J=1.65 Hz. 1 H), 8.76 (d, J=5.31 Hz, 1 H) Q 

ttifE# 2004-3098021 



S&m 2003-365237 



^-y : 52/ 



mmm3 (52) 

N _ [4 _ ( 2 -t7f;V) tf<; 5^>-2-^] ^✓x.r^ > 

TLC'Rf 0 29 (^^^^ : f^St-^f-^ = 1 : 1 ) » 

NMR ! 5 7.54 (m, 6 H), 7.92 (m, 5 H), 8.14 (dd, J-8.70. 1.74 Hz, 1 H), 8.57 

(d, J-1.28 Hz, 1 H), 8.70 (d, J-5.31 Hz, 1 H), 8.96 (s, 1 H)o 

t t p • t? f o 35 (^^^^ *. S^^^if"^ = l : z ; f 
NMR(DMSO-de) :» 3.91 (s, 3 H), 7.24 5 » * » 7.41 (d .J-**"* 
1 H), 7.95 (m. 4 H), 8.19 (dd, J=3.84, 1.10 Hz. 1 H), 8.32 (dd, J=8.60, 1.83 Hz, 

1 H), 8.77 (m, 2 H), 11.09 (s, 1 H)„ 

tlc • R f 0.7 6 mit^f-^> 9 : 1) ; 

NMR ; * 3.96 (s, 3 H), 7.20 (m, 2 H), 7.56 Of. 4 H), 7.86 On J=8.33 Hz, H 
), 8.00 (m, 2 H), 8.16 (dd, J=8.70, 1.92 Hz, 1 H), 8.. 55 (d, J-1.83 Hz, 1 H), 8.7 
0 (s, 1 H), 8.74 (d, J=5.31 Hz. 1 H). 

TLC'Rf 0.21 : S^m^f-^ = i : l ) ; 

NMR ! 5 7.15 (dd. J=5.03, 3.75 Hz, 1 H), 7.46 (d, J-5.31 Hz. 1 H) 7.51 (m. 
3 H). 7.61 (dd, J=5.03. 1.19 Hz. 1 H). 7.75 (dd. J=3.75. 1.19 Hz. 1 H). 8.11 (m. 

2 H). 8.66 (m. 1 H), 8.70 (d. J=5. 31 Hz. 1 H)o 

&mW 3(56) _ /fT ,„ 

TLC'Rf 0 75 (^^r" 1 ?"^ • HfeM :r -'?~ & = 2:3)*, 

NMR ! S 7.43 (m, 10 H), 7.76 (m, 2 H), 7.88 (m, 4 H). 8.66 (d, J-5.31 Hz. 1 

H)o 

N- W (s/I -U kh^-/ [h] Wx>-2-*W 

TLC : R f o. 42 Ktv:Wifjv = 2 : 3) ; 

NMR : 8 2.96 (b. 4 H). 7.16 (dd. J=5.03, 3.75 Hz 1 H) 7.27 (j 1 H) 7.41 

(m. 2 H). 7.60 (dd. J=4.94. 1.10 Hz. 1 H), 7.74 (dd, J=3.75, 1.19 Hz, 1 H), 8.35 
(m, 1 H), 8.49 (m, 2 H)o 

mmm 3(58) , _ 0 

N- (5, [h] ^>/U>-2-^V) -N- (**:7*-'-2- 

TLC'Rf o 71 (^^^yy ' Wflk*-?'*' — 2 : 3) ; 

NMR ' S 2.96* (m. 4 H), 7.02 (dd, J=4.94, 3.84 Hz, 2 H), 7.29 (m, 3 H), 7.60 

(m, 4 H), 8.04 (dd, J=7.60, 1.56 Hz, 1 H). 8.48 (s. 1 H)„ 

mmm 3(59) >iX _ - , 

N- (5, [h] ^ft^J>-2-^v) b 

TLC'Rf 0.37 (^^-v : =2:3); 

NMR ! 8 2.95 (m. 4 H). 7.45 (m. 6 H). 7.97 (m, 2 H), 8.31 (m, 1 H), 8.51 (s, 
1 H). 8.62 (s, 1 H)o 

N-^'vm'v- N- (5, 6-^Kn^/[h] *J-*i;v-2--f*> 
5 K 
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#H 2003-365237 



^*-s>: 53/ 



TLClRf 0. 7 7 = 2 : 3) ; 

NMR I d 2.90 (m, 4 H), 7.37 (m, 9 H), 7.88 (m, 5 H), 8.43 (s. 1 Wo 

^M! 3(61) 

n- (4-7i-;vtfu 5 — f;v) ^^7>h 

T L C " R f 0 37 (ftS^-*"^ • ^^r^^ = 2 : 1 ) o 

NMR I 5 8.80-8.63 (m, 2 H), 8.16-8.05 (m, 2 H), 8.01-7.96 (m, 2 H), 7.64-7.4 
3 (n. 7 H)o 

N-^tJU- N- [4- (4->f*7x^) ey5r/-2-^] 

TLClRf 0. 4 5 (A*tV:S»x^ =2:i)o 

NMR : 5 2.38 (s. 3 H), 7.20 (d, J=8. 1 Hz, 2 H). 7.35-7.51 (m, 7H), 7.68 (d, 

8.1 Hz, 2 H), 7.85-7.89 (m, 4 H), 8.62 (d, J=5. 1 Hz, 1 H)o 

N -U- ( U- >f^xx;V) ^^^-2-^] -N- («7*V-2-* 
TLC ' R f 0.3 6 (^**r> : ftfl**-*-*' = 2:1)0 

NMR ! a 2.39 (s, 3 H), 7.01 (dd, J=4.8, 1.2 Hz, 2 H) 7 .23 (d, H I Hz 2 H 
), 7.50 (d, J=5.4 Hz, 1 H), 7.58-7.62 (m, 4 H), 7.80 (d, J=8. 1 Hz, 2 H), 8.67 (d 
,'j=5.4 Hz, 1 H)o 

N - *[ 4 - 6 ( 4 - V T y 7 * - * ) W 2-4 *] -2-7x;*^7^f7< 

NMR • 5 4.77 (s, 2 H), 6.99-7.13 (m, 3 H), 7.31-7.43 (m, 2 H), 7.52 (d, J=5. 
13 Hz, 1 H), 7.78-7.87 (m, 2 H), 8.19-8.29 (m, 2 H), 8.80 (d, J=5.31 Hz, 1 H), 9 
.11 (s, 1 H) 0 

rtl-U- ^^x^) ay**-— 2-**] -2-7x;^7^7 

NMR : 5 3.89 (s, 3 H), 4.81 (s, 2 H), 6.97-7.10 (m 5 H) 7.30-7 40 (m 2 H) 
, 7.42 (d, J=5.49 Hz, 1 H), 8.04-8.15 (m, 2 H), 8.66 (d, J=5.31 Hz, 1 H), 9.00 ( 
s, 1 H) 0 

mmm 3(66) _ , 

2 -7^yV>-N- 14- [4- (h'j7;i/tn^h^^) \£V*Js-2 

NMR 1 * 1*4.79 V. 2H), 6.98-7.13 (m, 3 H), 7.31-7.43 (m, 4H), 7.47 (d, J=5. 
31 Hz, 1 H), 8.09-8.22 (m, 2 H), 8.75 (d, J=5.31 Hz, 1 H), 9.06 (s, 1 H)o 

t- m d-Ml 4-^f^>7x^V) 2-**] -2-7x^^7 

NMR • I 3.97 (s, 3 H), 4.01 (s. 3 H), 4.80 (s, 2 H), 6.97 (d, J=8.42 Hz 1 H 
), 7.01-7.11 (m, 3 H), 7.31-7.40 (m, 2 H), 7.44 (d, J-5.31 Hz, 1 H), 7.67 (dd J 
=8.42, 2.20 Hz, 1 H), 7.75 (d, J-2.01 Hz, 1 H), 8.67 (d, J=5.49 Hz, 1 H), 9.01 ( 
s, 1H) 0 

|yj3j68) ^^j^ *)**J>-2-<M - 

5-^nnft7x>-2-*^W5 K 
TLC : R f 0.2 8 (*»txfJI' : ^**fy = } ' 2) • 

NMR : 5 8.74 (d, J=5 Hz, 1 H), 8.45 (br s, 1 H). 7.78-7 73 (m 1 H) 7.55 (d 
, J=5 Hz, 1 H), 7.49 (d, J=5 Hz, 1 H), 7.33-7.23 (m, 2 H) , 6.98 (d, J=5 Hz, 1 H) 

mgE#2 004-3098021 
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, 6.58 (t, J=75 Hz, 1 H), 6.57 (t, J=75 Hz, 1 H)„ 

[0 3 14] 
Hb5 4] 




[0 3 15] 

tlc : Rf 0.3 7 =2:1); 

NMR : 5 6.54 (m, 2 H), 7.10 (t, J-7.41 Hz, 1 H), 7.34 (m, 4 H) 7.44 (d J=5 
.31 Hz, 1 H), 7.58 (d, J=8.42 Hz, 2 H), 7.70 (s, 1 H), 8.00 (s, 1 H), 8.67 (d, J 
=5.13 Hz, 1 H), 11.25 (s, 1 H)o 

mmm4 ■ (2) ^n--*^ 9 - 

N- 14- [2, 5-tfX (y7Wn^K'» 7i^] t'^v/-2-^W 
TLC'Rf 0 35 (-"^"9" > • H^^^"^ = 2:1); 

NMR ! * 1.26' (d, J-6.41 Hz, 6 H), 4.10 (m 1 H), 6.52 (m 2 H) 7 29 (d J=l 
.65 Hz, 2 H), 7.36 (d, J-6.12 Hz, 1 H), 7.42 (s. 1 H), 7.64 (t, J-1.65 Hz, 1 H). 
8.54 (d, J=5.31 Hz, 1 H), 8.83 (d, J=8.60 Hz, 1 H)o 

[0 3 16] 
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[0 3 17] 

TLC'Rf 0. 35 {^*Vr> '.W&tx-f-*' = 2 : 1) ; 

NMR : 5 3.49 (s, 3 H), 6.55 (m, 2 H), 7.29 (d. J-1.46 Hz, 2 H) ,7.56 (d, J=5 
.31 Hz, 1 H), 7.80 (m, 1 H), 8.69 (d, J=5.31 Hz, 1 H) , 8.98 (s, 1 H)o 

mmm5 (2) „,.,, 9 v jul 

N _ |4- [ 2 , 5-tr^ (y7^*n^*v) ^ 

TLCiRf o. 28 : »Ht-*-*-* = 5 : l) ; 

NMR : 5 6.52 (m, 2 H), 7.26 (m, 2 H), 7.56 (m, 5 H). 8.14 (m, 2 H), 8.77 (d, 
J=5.49 Hz, 1 H), 10.94 (s, 1 H)o 

TLC'Rf 0. 28 ( >;v^> : W^.^^ = 5 : l) ; 

NMR ! 8 2.41 (s, 3 H), 6.52 (m. 2 H), 7.24 (m, 2 H), 7.31 (d, J =8 06 Hz 2 H 

), 7.51 (d, J-5.31 Hz, 1 H), 7.63 (d, J=2.75 Hz, 1 H), 8.02 (d, J=8.42 Hz, 2 H), 

8.68 (d, J=5.31 Hz, 1 H), 9.84 (s, 1 H)o 

5(4) . _ 

N _ j4_ [ 2 , (y7;Vtn^^f-» 7x^] y * v 2 ->f *l 

TLC'Rf 0 41 (h I ffififc-^^'*' = 5:1) 

NMR ' a 4.86 (s, 2 H), 6.57 (m, 2 H), 7.30 (m, 7 H), 7.55 (d, J=5.31 Hz, 1 H 
), 7.87 (m, 1 H), 8.54 (d, J-5.31 Hz, 1 H), 9.23 (s, 1 H)o 

5**U- 5 [2 , 6-« (2, 2, 2->97**nx>^) 7* = *] 
_2— 4 ;v| ^y-l? , /^/i'*>'7 5 K 

TLC'Rf 0. 36 (b : ■H**-**' = 5 11) 

NMR i 8 4.37 (m, 4 H), 6.91 (d, J-9. 15 Hz, 1 H), 7.04 (dd, J-8.97. 3.30 Hz 
1 H), 7.55 (m, 4 H), 7.63 (d, J=5.49 Hz, 1 H), 8.15 (m, 2 H), 8.64 (d, J-5.31 Hz 
, 1 H), 9.76 (s, 1H) 0 

N 4 - V2 , 5-tT* (2, 2, 2-PJ7Hox|-if» 7x-JV] tfU5v> 
_ 2 --<JV} - 4 -^f;M>€>7^*>75 K 

tlc: Rf 0. 3 6 (f;i/x>:^xf;v = 5 : 1) ; . * ^ 

NMR I ^ 2.41 (s, 3 H), 4.37 (m, 4 H), 6.91 (d, J-9. 15 Hz, 1 H), 7.04 (dd, J= 
8.97, 3.30 Hz, 1 H), 7.31 (m, 2 H), 7.57 (d, J=3.30 Hz, 1 H), 7.62 (d, J=5.49 Hz 
1 H). 8.03 (d, J=8.24 Hz, 2 H), 8.63 (d, J=5.49 Hz, 1 H), 9.74 (s, 1 HJ e 

tBSE# 2004-3098021 



#0 2003-365237 



^-v: 56/ 



N _ j7_ [2, 5-tT* (2, 2, 2-h'J7;^niKy) 7*-*' J 
-2-4;H ^r/^*>T5K 

TLC'Rf 0 24 (b ^V'- 31 -^ I fifcBt 3 ^ =5*.l)". 

NMR S 3.48" (s, 3 H), 4.41 (m, 4 H), 6.96 (d, J-9.15 Hz 1 H). 7.11 (dd, J- 
9.15, 3.11 Hz, 1 H), 7.69 (d, J=5.49 Hz, 1 H), 7.74 (d, J-3.11 Hz, 1 H), 8.66 (d 
, J=5.31 Hz, 1 H). 8.99 (s, 1 H) e 

5- W U- 8 [2 . 5-« (2, 2, 7x = *] ^?vV 

TLC^r'i 0 2 8 : fMsWf-A' = 2:1); 

NMR S 3.77' (s, 3 H), 4.35 (m, 4 H), 6.90 (d, J =8 97 Hz 1 H) 7 03 (dd , J= 
8.97, 3.11 Hz, 1 H), 7.46 (m, 2 H), 7.53 (m, 3 H), 8.03 (m, 2 H), 8.50 (d, J=5.3 
1 Hz, 1 H)o 

N-"u- 9 [2 t (2, 2, 2-bU7;Vtnxh^) 7x^] 

_ 2 -^;l/} — N, 4 -vM^V'O-lf^X^VTS K 

tlc • R f 0.28 i^*y-y : RBft^f-^ =2:1); 

NMR ': 5 2.38 (s, 3 H), 3.75 (s, 3 H), 4.36 On, 4 H) 6.91 (d J-9.15 Hz, 1 H 

) 7 04 (dd, J-9.15. 3.11 Hz, 1 H), 7.25 (m, 2 H), 7.53 (d, J-5.31 Hz, 1 H), 7.6 
o'(d, J-3.11 Hz, 1 H), 7.92 (m, 2 H), 8.50 (d, J-5.31 Hz, 1 H)o 

©*A*lnitfc*«>T**. *>f**- (Wi star) ** 

*v>fc- mfc5 5 0mmo 1 /L * -«»• « CpH 
7. 4) ttK^yt^XL^ 12, OOOg, 4 ^ ^ £2S 

S(PH7. 4) KMBIUftlmg/mU««i:WU*»t % w ft??V 

1 9 6**wcflfto*:. **, PKl 1 1 95MBRM^^ -( 

■9-5 K) L-Ca-nkTTV • v^-^ • t7"'77--73ny- (Eur. J. Pharmaco 
1.) , 1 1 9 , 1 5 3- 1 6 71, l 9 8 5^S«S*ltv>*. 

«UI«KLv^^«f«****»#*4^ km. m*<omiz*> c 3 'hi pki i 1 

9 5. MISO. 5vol%^W^(DMSO *i£5 0mmo 1 

^mo 1/LOPK1 1 1 9 5*HD^rit>H-f ,^5f"* 

Ommol/L>n-«WW« (pH7. 4) ^B*»t^J-t«W 

-Kov»t,«fV7hKBLL(Ver. 6, BIOSOFT) ^m^; 
**-K (Scatchard) *Wr*fr*V>, »«3fe»C (Kd flD 

1/LO [ 3 H] PKl 1 1 9 5. *9t*K0. 5 v o 1 %*>DMS 0*> i l> 5 0 mm o 
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0« mo 1/LWPK1 1 1 9 5*iD;U 4fc*ft«ft«0«lltt****** ttD M 

^H] PKl 1 19 5 OWMIMI tB0%« TlWIi-* *:* 

(omm. (IC.oi) ****:. Ba»3fe* (Kit) KotUCso ^* ffl ^ T f 

x> (Cheng) (Prusoff) ©3t \ 7 r /"*i / 

m. Pharmacol.) . 2 2, 3 0 9 9 -3 1 0 81, 1 9 7 3^) e*v»*|HLfc. 

[0 3 2 0] 

WHS, nmW3 (4 6) OftWKiftttO. 3 6/imol/Lt^fc, 

(Wi s t a r) *itt?f >*fflv», .frl»^H^?t-mU 
W>-V*-* (Brain Res.) , 6jLL> 2 1-2 81, 1 9 9 4 *) • I 

. N _ |4 _ [3 _ (7W7^) 7x-)P] bTU 3 2 -4*1 'wXT* h 

• • • 1 0 0 g 

• ^;v^^'>^f-;Hr;vn-^*;i/->^ a (j$it#J) • • • 20. Og 

• ^f7 , r/K-7^'>^A mffiM) • • • io. og 

jftfi-fe/un-;*, • • • 8 7 0 g 



fc**U t-hn-^MifLt, i7V^^2 0mgO?Stt^mt?» 

• N- 14- [3- (7W7^) 7x-^] ^i5y^-2-^H h 

• • • 2 0 0 g 
. t > ^ h — ;v ••• 2kg 

• • • • 5 0 L 
[0 3 2 1 1 

[0 3 2 2] 

(I) T^Sti£#3PJ3tt^^ MBR«^*t^ft, 

H+*«*i:LTI4, *M,*fcjeB1-**«tt*A ****** ( 

(GAD) , tt*5Pft»# (SAD) . ^1^5; 
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'5_ 17b--, ffifcHT*, > ^^^BJ 

StttP»»#. ttMHfc , ^^^^Hi*^***"^ 

*«A Wilf> (jltfcttBtt) > ****** f Li H ^5^ 

too, **v>, ^Bttm. «ttw«^ TV; ^,T 1 | # 5; H S5^S«£Sk 2 
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